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R 15 teBrma£n«-e&So ) ^<Dm»t>&Mizmi*ti2> 1 2L*L\*&m<D 

rooiRi_ 

m. m — 

e) : TJV*— Jim 

irji^-jvmu. mx.&j\u tfym^ -hum. ^yjm. mii-ivm. 
**vm. ?-**vm. mmztiT^xib&^T^jm. T^mm. femrjin* 
-ym. {&m.^uyjvz2^^m. femr^^^-^ij^—jim. m.m.Tfr*)i?-* 
m. rtsjim. r*/)\/*3r*/m. ij-fi^^-t/m. m^nx^x^^^^jjvA^ 

-f;bS, - R 15 . -OR 15 , -SR 15 , -OCH 2 R 15 fcJ;tf-SCH 2 R 15 ( 

mxmm^tix^x^^^^ ] 

f) : 7)i>r— ;i/>r^i/Sv y)Vir— sizt^i/jjjitf— J^m> T)V/r—)ii3Ji 

^■i/^jv^—jvm^ 

sm. amm* i&wmjv^^m^ »n7;i/3^i?. rssjvmx rtsjv* 
<&m.7K*»^7tm. $iA7$*s/m. mwk-^nx^x^^^njjv^^ 

[0019] 

m. v n y )\>>t —)\>ji jv -m ± jim:' i&mpp ut jit -jix jvtf-ji** 

ism. i&ffi.i/VU7)l< J T—Ayi-3ri/j]Jltf—Jim 

st*vm. ?-**vm. ferny ft* )^m. fi^D7;i/^;n, wm^ikx\^x 
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[0020] 

1 -zfu tr;K 2 2 -zfu t?;K 2-:/nif;i/ 

. 731— h>j7;i/tD^^, 2, 2, 2-b'J7^oxf;i/, 1, 1, 
2, 2, 2 ^;i/^-p3i^;K 6, 6, 6 - h U 7;I/^-d^^pS>;k ti K 

>f ;i/;T3f 2- (i-tfD'Ji/-;b) xh^i/^f;v, 2-^h^p^^: 
jtj/bsK* $/j**-;K ;* I- =^>#;u *^;k # ;i/ A ;K T 

^v*^;k *^;i/^:**^;k i/y;^f;K 7^y*^-;K r^yrc^;i/ 
, n, N-^^^;i/T^ y /i/t^ >/ x^-;k ^77=e 

^f;i/oi^;i/, ^;i/3^y y N — * # 7 ^ J x^;K N — 7* 

^ J *^;k ;k 2-^d^-;k x^-;k 2-^ntfn;K 2 
-* h^ri/^j;vj}f-;i/3i^— ;k 7;i/tn, i'nn, ^n^e. xi^n, 2/7/, 
tFn^fSA 7^7. n, ^oi/^K *;i/>J<^ 

7^£>V, i/^D7°De;i/^h^ri/, 2- ( 1 - tf □ U ^— 

x h3f ?/, ;* h 3f S/^r;i/3Kn h 3f 2<\ 2-7-fe h3f £/x h dp 5/,_ 2 -tKn 
^J/Xh^, 2 h^rt/X h3f>>, 4, 4, 5, 5, 5 - # 7)V#U < 

yh**/. 2-^^>x;i/^w— ;i/xhdpsy, 7i;^^ ^>^;i/;T3f S>> 4 
-t Kn^ri/- 1 - tfn u i?— 7-fe^;b7^y> n -7-fe^;i/-N-*^;i/ 

J, ^ h^i/*;i/^-;K 2-^^-2-7°Dm^fi/A^x;K 2, 2 

, 2 - h y 7;wdi h^rS>7?j;i/7K-;i/, 55j;i//t^>r;K n, N-^^^;i/*;i/ 



2 0 
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[0021] 

;k i -^^;i/-^n 2 l -^"n tf;K i, l - ^*^-;i/x^;i/ 
> l, l -i/'^^A^n tf;K 2, 2 - ^f^i/^n tr;K l-*^ 

3-^-^;i/^;w ^s^k 3, 3-s?*^ 

l -3L?-)iss<y?-)v. 5 - *3-)V\3ri/)v. ;*^;k i 

o 

[0022] . 

a) : 7\n>f>M^ - hum. i/rjm. *)h*>-?vm. t=^ys, ^^^P 

b) : <£&^*ny;i/3r;i/^ <B$h>? u7JV*jv**i/m. W^n7;i/ 
;i/7t-^^^;V/K^;i/^ {&M.i/?ti7)\/'r=-Jvm. %M&V u tat -A** is 



2 1 
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*j&^t$;&. 7km%. {Si7;^^e/i, m.m^u mutism, r^jvm 

[0023] 

) TJV3r)b?-*M^ (7;^;i/ft) ;vm. (TiHrA^*) 

- R 15 , -OR 15 , -SR 15 , -OCH 2 R 15 , - S C H 2 R 15 (5$^ R 15 te 
[0024] 

mm&mmmm. ^rim. -has, tk^, {&m7>vn* 



2 2 
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d) : - R 15 . -OR 15 , -SR 15 , -OCHgR 15 , -SCHgR 15 (^tfi 
rnn?Rl . 

». - - — — "M 

„ 2->>7;^Dt>, 4-^;w^b/f;K z-nr^v?*^ 2-^;v^ 

xS^i/^;!/^;!/^^ S/^nynif;i/^f ;k i/ 2 u is ;i * ^ 

2-±7^jv*3-ju % -7:n*^;i^ 2 -try 3 
- try 4 - try ^;i/^^;k 2-^;'M^m 3-^r/y;i/^ 

t^^x^/k n, N-y^f^r^if^ #;i/3tf3f ^;*^;k if 

[0026] 

3r>> % ih^fi/, ^O^^X 2-^njK^ri/> 7>3f^ 1, l-^7fAX 

^;i/^-^r 2 -try h 3f $/^#if *w& „ 
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[0027] 

7M-;HillTlt 1— 3McD2m^-££^-r£j^Jiiffc2~l 0 <Z>£&£ 
2-7*D^-;K 1 -^^^m-x-— ;K 2-7"r— 3- 

/u, 2 2 --/n^^;K l-'O-r-— ;k 2 4 
i -y\-ff^;v, 2-s\zfr— ;k i /i/, 2-^-^^— ;k i, 3- 

^-^^i?nin;K 2-y*x>>K 1, 3 - y -r&zi— 2 -^-fe— ;i^##frf 

/Wt^ /I/3S, - R 15 . -OR 15 . -SR 15 , -OCH 2 R 15 , -SCHgR 15 

[0028] _ 
7;i/^-;i/SilltH l~3f@CD3fi*£-££^-r£^fSifc2~l 0 <Z)]£^^ 

, 2-~7a¥-;i. \ ;k 2-^-;k 3-^— ;k i 

;w 2-^>^^;k 4-^>^— ;k i-**^— ;k 6 i -^y 

i-^di^-;k i /H£«f««*wr e>*x£ 0 M7;i/^r-Mi:btH 

iSitfS: 2 ~ 6 (D r ;v * n n s . 

Si7;^-M©iiltlttt, «A«/Nny>jR^ -hns, ^7; 
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- R 15 , -OR 1 - 5 , - S R 15 , -QC-H,R 15 . -SCH.-R 15 



[0029] 

j/^nr;i/^;Hi:lTtt> Mx.tfj^Sttfc3 ~ i o <d*s>7 uyjv^-jvmtfmif 
e>*u .R^^tctt. S/^n^ntr^K t/^u^jv, >>?n^>^;w ^?n^ 

i/?D7M-;HtLT{i, M;ifc£j^fStffc3~l O ©^©tfptfktu Ate 

JV^Jl/^-^-m. iOfrtfirZ/m. ggl^JiT^T J: v^;wt^>f jvm. i&ffiTJln 
[0030] 

:/^;k i-^f;b^nt>, 2 i -:/n b?;w i, i 

;i/xf;i/, l, l - i?*mzfu fcf;K 2, 2 - V^^-)V^u h°;k 

3-^^-;i/^;i/, 2 -*^;i^>^;k 3, 3 
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T^;i/*tt, -CO-R 16 , -CS-R 16 t'S$W„ R 16 tt. *f?tigc^% 
Sm^tlT^Tt^r;^;!/*, gg|£ *iT % «fc V%T U -;vm. g^Stl 

7Mn7tf;K -*-:7h-f;K ^n^y-OK 3<.mMl5£Zf#?i 

^S7^;i^f^if?)ni.„ 7^;vt^$/ii:n ts>;«^-^ 

[0031] 

-f;i/. y*^/!/*/!//^^ /i/, ^oin;i/^;i//t^E^;i/, 2 -try s/;]/*;!//^^ 
;k /^^A^'f^ (3 - t°u #;w^>f e>*i 

^ ;v -7 7 ^ >f ;v ^ & P tf e> *x -5 c 

[0032] 

mbT^i:V^ 0 IWd:fi7^;li:lTtt, T-feh7^h\ 7nW>75 
h\ zf*)VT$ K, 2-7*^;i/7^K> y^;i/7^^, 2 1 -^"DtT 
;i/7^7> 2-tFnipS/if^7$/. 2 -7^ y X^;i/7^ V*=f-)\*y 
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JK^CStfeL/X-*! •€»«MJ&fc bX&^e#££ 5 7 «tc.*J:»§g„^*fc fill 
[0033] 

>m&^lfbtiZ> 0 Mfo&HZte. *^Vy, ^Uy. h'J^f 

j-f-^^-uy. fts^f-\yy. *?-jv*wy* x.T-jvt^i/y, v^f-fr*?- 
uy, l, l -pt^-n^uy, l, 2-i/^^;i/«Hi^i/>, i-^f^h'J 
^ ^ u>, 2 - * ^;i/;m; ^ &uy, l , l - i/"^ h y ^ i , 2 - 

^^f;i/h'j^f v a , 3 - * ^ mh<w . 2 ; 2 - f;vb>; 

1 -oq^;1/ h U 2-if;H> U^f U>, 1, 

^h'J^f l/X 1 , 2 - S/:-n^;M> U ^^i/^, 1,3- 
y. 2, 2 h u uy^tfmif £>*i£>„ 

[0034] 

NHMfltLttt MSmv^*l<5#;8®^»» (T. W. Greene and P 
. G. M. Wuts, "Protective Groups in Organic Synthesis, 2nd Ed.," John 
Wiley & Sons, Inc. PP .315-405 (1991)) &z * M%&. ***ct/*lJb 

3K~/K 31 ^^i/jtjAtf—Jl. t e r t-^^i/W-;K ^ V *J)V**c */ 

# > x ;i> * if e> ti £ o 

[0035] 
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mmmv&m l < » 2 at ©igfp^ms * £ tt^ttfuaHMii i-r ^ *v & 0 

— f^*v-;K tf^us;>, tf/^y 2>*>-4 tr^2?>. 

, ^*-=e;i/*y ^-a-^/i/jfcy >- 1 F, ^^^i/^y >- 1 , 1- 

2^r=*2/F, 1, 4, 5, Fntf y ^ vy. Fabry ^2? 

^-Fbl Fn t°y ^ 2>~>-4 3, 6-</tFn-2H-l, 3, 5 
-yflrWTVy. 4, 5-S/HKn-l, 2, 4-f 7^ 

T!/-;K 5, 6-2>t Fn-4 H- 1, l-^^py-l, 2, 4-^T2?y 
2/*>, 2, 3-i?blKO-l, 1, 3-h'J^V-4H-l, 2, 4, 6-^ 
Th'JT^X Ti?/t>, 4, 5, 6, 7--^ h^t: Fn- 1 H-2/~T1ffcf>^ 

t/UJ?X hf^y 2/>. tf^2>~>, *T*JVisy. =EJl&Vy. ^yt=£)VfcV 
y. ^yf^;v^v y- 1 -^-^2/ F, ^^-=E;b^y >- 1 , i-2>^^p2/F. 1, 

[0036] 

fcmmt lttt> mx.^^«a$4^TV^T=foJ:V^^fS[3~8(Z)2/^DT;^*>m 
* £ $ tiT T % <fc v ^3H8[ 3 ~ 8 © 2/ * n r ;u>r y m^tfm if e> *i S . 
^^-5 2/^DT;i/*>3g^fc«2/^DT;i/^>#i: ITU *tis6!HCte:> 2/^n 
2/^n^^>, 2/#a^>#>\ 2/^n^\dpif>, i/9 w\zf&y. 
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2^7 



* ;vm k 33 » & w.mm n m c * <d &m \? e> n . 



[0038] 

£m¥^&w*mmmz&&m&fttf&&^&£^K£>tiz> (n. vivona, s. bu 

scemi, V. Frenna*-, G. Cusmano "Advances in Heterocyclic Chemistry'' 56, 
PP50-156 (1993.)ifcAcadeiB'i<G »Press ^ Inc«r, SanTsDi'egar)r „ ffl'xrl^ : 
Ut2 3] 

nr£r ? * e— n 



N=^S NH 2* H 2 N • S^N~* 



NF^R 3 E—G v 



)=N— <{~^T— NR 2 R 3 
N^S NH 2 H 2 N S^N 

[0039] 
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[0040] 
[0041] 

*&m<D&migmmit&<® ^r^t^o) mm Jttm $ ti & t&&. ^ n z mm n u 

> l-t JItL &flfMJ!M£agfel Cgjft SSL MXSi^J? »-&SL_p ~P 

&m<D&ffi*m^Tmmzn. m-mzfrzmnvmfc. mmm. &mm 

UT, 1 0&7c*J&Jl7^2 0 0 Omg. #£L<1±10 
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[0042] 

ci] 

«. i *-» — — « 

Ax-NH 2 ♦ NC-NR 1,2 R 113 — Ax-N=( 

1-1 1-2 1-3 ^ 

-f;i/|S> NHSCO^M^, -R 8 . -OR 8 , -C0 2 R 9 , -SR 10 , -S0-R 10 , -S0 2 -R 1( \ -(CO) 
SR 10 . -(CS)OR 10 *fc«-CS 2 R 10 (^;tti. R 8 . R 9 33 <fc tfR^ttttfSBi: mmi:2bZ> 0 ) 

: -N=C(NR 43 R 44 )NH|^ni^NH6?CNRi 3 I4 4 f=NH<^^^ R 43 fc£ tfR 4 %irffE£: mm 

-e&s. ) #»eS£*38H*;a&* v*. ax**e*^(r^ r -&m,, a.e, g. r 5 

£ J: t>*r ttfuSB £ ITOC* & & ] 
[0043] 

g^-J- N U ? A. U ? A. U ^ ? AT ^ h\ th'J9^7^K, # y ? A 

7^h\ ^>;i/y^^A, sec^f^i/y^A. tert-^;w; ^ ^ A, y^tf 
ASM y^Dtr;i/T^ K> ^f^n^^A^n'JK, sec-^-ji/V^t' ? 

A^nyK> tert-^;i/-^^^s/^A^n y F> b y ?a* 5/ f> *y 

?A*h3rS/h\ V***5"^A* h3f F. t h'J CAxh^ffK, *'J^^x 
h^F, V^^S/^Arc h^ri/ 'J Atert-:/ h dpi/ F, -^hy^Ater 
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U^^Atert->Th^i/ h\ * V V Atert-^ h K^##tf e>tlS„ T;i/:33r 
S> K£&»£ LTj§V>&^§-£ii, MfS9&P«3T*tert-:/# y -^cay ;l/=I - ;wc 

TfcL zMRffcU^tfA, TK^b-^hU^A, 'JfW^K, th'J^AT^K 

itbTn sum, v>&. fr4*m*$&mvr*>ti. ^*b<« 

v>m. t&fby;i^-?A, mi&fcr$>. 

2^fi#^*fe>*l5. 

, fh7bFD77X h;brc>, Tth-h'JM tert-;/# y -;K J&ft* 

So 

[0044] 

5£l-3(Dft-£-^lC;}3V^ R 112 *fcttR 113 ««NH3S©«SI3£*e*S»-&K:ii, M 

reene and P.G.M.Wuts, " Protective Groups in Organic Synthesis" , 2nd Ed 
John Wiley and Sons, inc., New York(1991), p. 315-362) lCt£o Tfi? Z. il 

, * h=3pi/^;i/^-;i/> ^h^isttfrtf-jw tert-^h^i/ 
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3&<Dfe1&$&(0$jt.t£* R. C. Larock, " Comprehensive Organic Transformations 
" , VCH Publishers, Inc., p. 397-398, 401-402(1989), £ fc&T. W.Greene and 
P.G.M.Wuts, " Protective Groups in Organic Synthesis" , 2nd Ed., John W 
iley and Sons*_inc = . 5 Pj 315-36241992^ ) iZ$^*-Wgm&iL\itffltt&m7ifr 

[0045] 

C2] 

Mb 2 5] 

SR 120 NR 112 R 113 

Ax-Nj^ * HNR 1t2 R 113 Ax-Njr< 

piii NR 114 2* piii NR 114 

2-1 2-3 

^/t^e^r WI& *i*ev ;i/ mm<DUM&* -R 8 , - 

OR 8 , -C0 2 R 9 , -SRI 0 , -SO^R 1 * 0 , -S0 2 -R^ 0 , *-(CO*)SR 10 , - (CS) OR* 0 tt-CSgR 1 0 
R 8 , R 9 »*OT^M«riBt«ll«*^ R U1 ^«fctFR 114 

5*2-1x^2 ti^it^mn r $ >nmfc (5*2-2) &5^e>tf£js*tJi&3!j©#*E 

T, &5lfcM;£*^4£^g£>*nc;i3v>T, MjSMSo~i40-c, 

e>3 B S-fr £ r i: IC J: U , 5*2-31*313 tiS*»gi^«€:»jt'r S r £ & 

, mmi-bvvj** mmifcm'r h v v 1*. i,a-*?yw*/9u [5.4,0] ^>^-fe- 
, sis*u»M*ib, tfmif^ti&o mmnvTiz, mz.iz. nzh-hu;!/ 



ffiSE4# 2 0 00- 



3 0 6 2 6 6 3 



m 
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^>if>^<z>^#i£l*Hb*fli^ ; ik-ffc*^!^ ^no^i/A, ta&fbj^fil, l, 

[0046] 
Hb2 6] 

X 

d1 <7nr 114 HNR 1,2 r" 3 

Ax-Nrr< ^ Ax-U~< 

R 1<1 *NR 114 S (OJR 12D pill NR 114 

2-12 

[5£ip, x&, JamiR^, 3?igjgC-?-S:*U Ax, R 111 , R 113 R 113 

, r 114 R 120 &&tf2^(Di&mzMmiimmT*$>z> o ] 

^2-3T^$n-5^k^(i, ^2-ll£feWo£2-12T^£;ftMb^#£T^ >f§# 

# (2-2) _tgaia^©^{ci:t;sgjti--5 3^t ) T^^„ ^2-11©^^ 

[ft 2 7 ] 

>"V M a 

AX-NH2 * a — K „ "~ Ax-N=< 

1-1 2-13 2-14 

[5£ip, Ax, R ni ^J;^R 114 {±|frlBi:^T^-5o ] 
7£,2-lllZ%ifc-?Z>3< l 2-U1 l $te%i<Dj3& (mz.lt. Angew.Chem. internat.Edit.12, 
806(1973)) IZ'&\,\ &.l-l£*Xtf>^S.—yiAm. (^2-13) £ i±£> 3 £ 

iZ J; »; g^fS 3 £ %T £ 

^2-30D^b^tCfeV%T, R 111 , R 112 , R 113 £fcteR 114 #NH«<D#MST&£*§ 
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V 



O 

[0047] 
[ft2 8] 

n, ,? j?/ & ^ SRl2 ° 

Ax-NHR™ ► Ax-N-f Ax-N-^ - Ax-N-^ Ax-Ny=< 

-hum, zsTsm. mm^nx^x^^r^jm. nm^nx^x^^ 

TfecfcVAX^y'T^^^a, NH«<D^«a, -R 8 , -OR 8 . -COgR 9 . -SR 10 , -S0-R 1 
°, -S0 2 -R 10 . -(CO)SR 10 . -(CS)OR 10 *fe«-CS5R 10 (^. R 8 R 9 33?*»tfR 10 «:iu 

> #H§Hg63-152368)lC^V\ £ 1\ 5£ : R 122 C(0)N=C=STr ^ 3 tlS T 5//b>f 

. ^;2-6-e^$ti^ft-ir^ic*fL. mm<D-mwteT$ ; m&i&mmummzL 
x . wmmt. &&mm *m a u t ^2-7t^$ ti & ft-s-% ttsiiitiT'ts 
o m^x . &2-^$ifci*2-7xmzn2>iti!?mzttv. ^ms-r^Mtmm 

Bl^ffF!fl9847880-^)lCt£v^ X-R 120 (Xli/\ n >f>M^) $i±T^2 
-lT^Stl-g> ft-£«j %Wm& 5 ^ £ ««e o- 
[0048] 
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[ft2 9] 




H £ 
Ax-N— ^ 



2-10 



Ess*, ax, r 111 , r 112 , r 113 r 114 , R 120 $>£Tf2^><oi8Lmzmmiimmr'$> 

So ] 

fc&J&^ii:, 5£ : Ax-N=C=ST*^t£*l£-f VS'T*- bik&%9*&}&-? Z>o fftM<D 

SHiT^s. ^2-ioT^$ns-fb^%^fibT^i-<o>^i:t)-e^€>o 
5£2-l0tfMb-£^«u t£*##T> -^^*^x-R 120 (Xtt^n^>M^)$:^iS 
$i±S^i:T^^T^S. ^2-10©fbllr#>tC*ru 5$ ; NHR 112 R 113 T*^$tiST 
^>££fS£1i:£;i£-?:\ ^2-lT5t$ *i£fb-£^£f^t-r £ Z. i:^t*tS„ i& 
IfcLtll TK^b^hU^A. *^b*'J-^A, hUoQ^;i/T^>, fcTUS;> 
, 1,8-^Tiflf^^n [5.4.0] ^>^-fe-7-x> % TK^b^-h'J^A. *^b*'J 

'J;i/ ; * # 7 -;k :n#y-;K -Y vzfurtj -/i/*©r/i/=i-/HH ; n,n-^^ 

, uu^#y^<D&m%k&nt*mM. z fritz. ft *>(Dm&mmm&mf 



[0049] 
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Ut3 0] 



NR 130 NR ,3 ° 
Ax-NHR 121 * R I20 S— f Ax-N— ^ 

3-1 3-2 

r-f 1 - r+j pl30 pl31 i- 7if pl32 ^ M <tfi-^ i -r- -a- ^s. is? _ ^ jc^**- . — i _ «■ 
T^-f;i/S> NH^CD^»«, -R 8 -OR 8 , -C0 2 R 9 , -SR 10 , -SO-R 10 , -SOg-R 10 , - 

(co)sr 10 . -(cs)oR 10 sfeii-cs 2 R 10 (^;t|3. r 8 , K 9 &£m 10 &mm£mmT*$>z> 

V^ 0 5£ : -NR 131 R 132 te, ^ : -N=C(NR 43 R 44 )NH 2 ^fett-NHC(NR 43 R 44 )=NH( 

R 43 i3J:^R 44 ttBrffHt|^«T^S„ )T*£*l£«£^tLT*> J: Ax. R 

120 & <fc ^r 121 liiufat mmx*% Z> „ ] 

i/^n [5.4.0] ?>tHz-7-:i:>. 

-;K x#7-;k -i V-Jurt; -Jvm<DT)bn-;vm ; K;H;^f)l/*M7 
^ K^<z>T^ F£3 ; S?x^;i/x-^;i/, ter t--/^- ;bx-f ^ h ^ t: 
Kd75>, l,4-^^-^lt>^<7)x-^;i/^ ; s<yi£y^ h;i/x>\ tuwO 

ny^a^mmmtTumm mtt^uy. ^dd^m, m^tmm. 1,2-2? 
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[0050] 

[4] 

Ut 3 1 ] 

Ax-Nhff?' 21 — • — Ax-N— 4 

4-1 

-;l/*tfettgSI$4^TV^T%J:v^^ : #^^«$:^-r o R 141 , R 142 {^^1 
jibT/Nny ^M^-Sfeli^^^^^-S^^-^o Ax, R 112 , R 113 £J:tfR 121 &iu 
IBilMT^So ] 

Chen. Ber., 99, 2900(1966)) £ i^T5£4-2T*^£ *l£ T ^ > 

*£&£LTli> #j*Lli, 7th^h<j;i/;i/*xf;i/X-f;K tert- 

^;i/^^;i/x-^;K f b5tFn77>, i,4-s/^-^r-9->^<z)x--?;m ; 

> mtt^-vy. w&itmm^tfmvfbti&a mm^^-ut^mnvx^ r 14 



ailiE# 2000-3062663 



#2 0 0 0 — 0 5 8 



w 



y, 4*#Jtf>;£&(#l;il£. T.W.Greene and P.G.M.Wuts, " Protective Groups in 
Organic Synthesis" , 2rid^Eu— 7 John^wi ley-and^SonsT^ incn p .379=385 ( = I 991 

[0051] 
[5] 

[ft3 2] 



R 



,111 



H H 

R 

2-10 5-1 5-2u 



114. ., 



##T. M^tf^»«»«IM^^^Tr ^^^0—140^;. ^J&fSIttl^ 

Mth'J>?A, KBfc**^hU^^ 1,8-^7-tffcf^n [5.4.0] 
ft-7-x>, h y 3i^-;i/T^ fcrys?>, *fc»;ijne>©8&^»^;fl«|6rre> 

r-fe b-^ h y ;i/ ; J -/k y -/k -y v^oav — ;i/^©t;i/ 

3 -/US ; N,N-S?* ^BftftKfttttT * F^©T ^ Ffe *?x#/Hh:*-^v- tert- 
^/l/^^/I/3i~^/K fh7tFD77>, ; ^> 



3 9 



ffiSHf 2000-3062663 



m 



2 0 0 0 — 



0 5 8 2 1 7 



So 

[0052] 

_hSE§g&tc £ sSi-i <fc j£2-4-e 3t $ 4x & Mmi;-^ *x e ti^fttf fciir 
(i) y-r y^TV-;Kz>^ 

[ffc 3 3 ] 

E-G R 5 E-G R 5 E-G R 5 



o ] 

Ber., 96 , 944(1963)) &Ct£oT)5JS£i*> MitmizmmZ^Z 3 £7?, gift<Z>3 
-T ^y^fVf 7*/-^ (5-3) ^ £ #7? £ S „ 



-152368)7r§^7?£34- hr. S y ;Wfc1»(5-4) SrM^h U ^*D(Z>7f &(#Ix.tf 
, Org. Syn. Col. Vol. II, 284(1943) ) }C^o T, 5$ : R 150 0H7r^2;fl£>T;i/3 



[0053] 



[ft 3 4 ] 




4 0 



Hill#2 000-3062663 



4#2 000 — 058217 



Chem. Ber., 96, 944(1963)){C&V\ mit^M"?* & 

[0054] 
[ft3 5] 



etrahedron Lett., 34, 7231 (1993)) iCfi£o T3H-1 - >(3H-1 
,2-di thiole-3-thi one) ^jgfls (5-12) £ 2/ A &ftS"t*4**l<Z>:#8s( 

i^.H Liebigs Ann. Chem., 1977 , 20)lCt£W g (fttf)3-y ^ y Vf 7'/- 

A/(5-i5)Sr583g-r*zii:^^s. r©-f y^ry-;K5-i5)ti, mMtci:*;, 

^JlSlft&Bfcy^Wfc;^ (T.W.Greene and P.G.M.'Wuts, " Protect ive*Groups in 0 
rganic Synthesis" , 2nd,Ed. , John«Wi ley-and^ Sonsy inc., p. 349-356 (1991) ) 

let* w 5£5-i6^s ti'&itetVBte? S r £ 

[0055] 

(2) 5-T ^ y >f V^T VT^/I/CD4S&« 
[tf;3 6] 



5-7^;>fvf7y-^(6-4)ii, -?-tie^^JA^^i©^^(M^.«, #ggBg 

63-152368) T-Ilt'tS^r h- h 'JM^fe (6-1) $:M^^b, F(6-3) 

— SBfi*J&-£-J^(#I*:kf, A. R. Katritzky et al. , "Comprehensive Het 
erocyclic Chemistry vol. 6" , p. 166-173(1984)) K^o XWt? & Z. £ 

So 



E-G R 5 E-G R 5 E-G R 5 



E-G R 5 



E-G R 5 




E-G 




[0056] 



4 1 
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m 
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(3) 3-7 5 7-1,2,4-f 7 i?7 x 7-;i/0^ 
Ut3 7] 

E~G E ~°V-mm 

[^cfi. Ac»7iz^;i/«£aU E,G^J:tJ J R 150 li|fffiBt:liaT*fe-5>„ ] 
3-7 5 y -1,2,4-5=- y*JY\?-fr (7-4) tt, ftieM^M^O^tiJlT* 

Liebigs Ann. Chem. , 1975, 1961){Cfi£VK iiT'tSo * fc, T 
■fe^ ;i/ - 2? > (7-2) <DfS*> y ^ T - > 5: IB V> 5 (MA fcf. Ch 

em. Ber. 89, 1033(1956)) ^^g^T^So 
[0057] 

(4) 5-7 5;-l,2,4-f7i>7y-;K5lS 
[ft 3 8] 

E-G E-G E-G E-G E-G 

conh 2 — — - >-oR' ao — y-NHR' 21 — y-N 

g., R 2S0 4 HN HN X-N N.>-NHR 121 

8* M M ^ 8 f 

mtmmx&z. ] 

5-T 5 7-1 ,2,4-3=- T S?T !/- 71/ (8-6) ttJ^T©^^{C <fc Zl L 
15. i-&fr*5>. 75 K-ffc^ft (8-1)5: U ^ 7 ;b * ;i/iSi®K8-2) tfJ, SIS 



^T*t5„ pT)i*)iffim£^x!,zv**jimw£^tf#f&L^» ^8-3xm^n 

&ft&Qm**m&mm^ SiSS^o-ioor;^ &itTy*-VJ*2b&wtt : 

H 2 NR 121 ^$tl-5T5 >5:^ffl$iiSIi:T*, T5 ^>(8-4) &#5Z:i:^T*t 

3ffl7 5^>(8-4)^^8-5T'^^n5fb^?:gStS^©M(^^H Bui 
1. Chem. Soc. Jpn. , 46, 1765(1973); Chem. Ber., 93, 397(1960); Chem. Ber 
., 87, 57(1954)) IZ'&\,K @ #J(Z>5-7 5 J -1 ,2,4-5=- 7 VY )/-)V(8-6) fcaSf^f 
53t^T*fS. JtfBlC^bfcl,2,4-^T^T^/-;i/(D^-^li. 



ffi$E# 2000-3062663 



#2000 — 058 2±J 



mzm*>tlZ> : b<D~?:&te<. — jR»ft^ffi(MA«, A. R. Katritzky et al., 
"Comprehensive Heterocyclic Chemistry vol. 6" , p. 492-508 (1984)) iC^o 

». — * - - 

(5) 2-7 ^ y -l, 3, 4-^rs?r 

2-7 ^ y -1,3,4-?- 7 V~f \/-MZ&>T<Dj5miZ <fc o T-iSi't * Z\ £. ffV £ 

H2N E_<5 \ 

fa-* 



9-2 



9-3 



. ] 

ftllft»^0#j*t!IISt§5S;9-10fl:^iiSgfit U £tft®3r%( 
M^-li, 4#H§Hg58-135873; J. Pharm. Soc. Jpn., 72, 1536(1952)) l^V\, ^ 

tf-fe ^ # ;w^~ KflWfeflM&s-ftfccfc ic * y - a m<D2-r ^ y -1 ,3,4-^ 7 ^ 

T S J— )lf (9-3) SiBB*- & - 1 J&N?^ <£> *, 
[0059] 
[ffc4 0] 

E— G E— G S E-G v 

^ — NHNH2 * PhCONCS — NHNH — \ — )r\ 

9-11 9-12 9_ 13 N 

9-3 

%mt. It, ^4xg^^7b^^<D^T^T^^^;9-ll7:^$tlS^^^ 

(9-13) SrS/S^SS'O-lOOIC T\ £ Bttm&°7 $ j -1 , 

3,4-?- 7 ^7 (9-3) £§SB£-T -5 d fc^TftS. 
[0060] 



ffifE# 2000-3062663 



9 



2 0 0 0 — 



0 5 8 2 17 



Ut4 1] 




•G NH "\ „ 

9-3 



22-e^$tl-5^fb^$:M^i: ^©^(M^l^ Chem. Ber. , 98, 1359(19 
65) ) icfic^ g 65<Z)2-T ^7-1 ,3,4-^ TVT )/- JV (9-3) £®Bt^£> - £ ^ 3 
„ JtSatC^bfcl,3,4-^-T2?T!/-^/(Z>^l56tt, fS^L£;&&jtCK *>*l£ % 
— ffi.&)j£&f&&(Mx.i£. A. R. Katritzky et al. f "Comprehensi 
ve Heterocyclic Chemistry vol. 6" , p. 568-575(1984)) tCfl£o TgltS 3. £ 

[0061] 

(6) 3-7^ 7 V^V-JWDrnte 
Hfc4 2] 



2-r^y tf^y-;i/^^(io-3)tt. -etwe#^»*»^©*a5(«^.tf. 4# 

H§Bg63-152368; Tetrahedron, 53, 1729(1997)) iZ <fc »J ^^T^ & 5/ 7 7 4r h >( 
12-1) 21 1: K 9 (10-2) £ Sr. (fllxJi, Tetrahedron, 52, 7 

- 8S3fl-896):)-iC^. ^fSttSN&fti.: >^M^1^-120^,S^^S_Z1 fcJCJ; U 

, *fcfcfc;i:h,£©«^*#^#^tfe>ft*. _hSEK:^bfcfcr^i/-;i/OD£- 

S3*L£#&lcpg£*i£=k<z>-e«&<. — (MxJi. A. R 
. Katritzky et al., "Comprehensive Heterocyclic Chemistry vol.5" , p. 27 
3-291 (1984) ) IZ'& o T«3S"T « 3 £ =b £ . 
[0062] 

(7) 2-7^ y-l,3,4-^^r-9-^T^-;KD|g^ 





2000-3062663 
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Ut 4 3] 



E-G 



^— NHNH 2 +XCN *~ 

5 11-1 11-2 




11-4 



r#t±J F Jr 7KYJ.+^fp-W gf^^s*^^, ^ 1 



2-7^ 7-l,3,4-^^i?-S;T^/-;i/(ll-4)tt, ^tlg^^^^^T?^ 
£^1 1-1 <Mt^% U ^©JS(iiH ^W#ff^52668# 

[Chem. Abs., 68, 68996p(1968)] ) IC*£ W 7\ U>f J i/y >(ll-2) 

#tc»#-r-5^i:T% ^-T^r^^T^-So ^n-2T'^$4xs>ff:^i: uttt 

T?»&<> — I9:^^-^J^^(MX.I^ A. R. Katritzky et al., "Comprehensive 
Heterocyclic Chemistry vol. 6" , p. 440-445(1 984) )tCt£oT$IBi-t<5z:h ; fe 

[0063] 

(8) 3-7 ^ y -1 ,2 ,4- h V 7 V- ;i/©^fc 
[ft4 4] 



[a**, R^ u li«fc7;i/3f;i/S£^tU E£ J: tfG&B&gB£ mmT*%>2> 0 ] 
3-7 $ ^ -1 ,2 ,4- h 'J 7 y - (12-3) tt, £&I02r&(til*.tf. J. Med. Ch 
em., 41, 2985(1998)) IC^V^ :n;*^;i/ (12-1) £ 7 ^ ^ ^*7 — ^ >(12-2) H 

y -;i/^©7;i/U-;i/^fc *r h^fc KQ^7>, 1, 4-^^-^r-9- 



E-G 




[0064] 



4 5 



2000-3062663 
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lit 4 5] 

E-G SR 221 E-G NH E ~° v 

12-11 12-12 a 

12-13 

WmtLT. &%\<DJ5& J. Med. Chem. , 28, 1628(1985)) IC^Vy 

7 5? X9-11) tLS-T )\,*)\,<i V^*? l/TH## (12-11) £ 

-frfc^, iam^^^mit^^^niz^v. hv 71/- ;i/ (12-13) zm&t&z. 

[0065] 

Hfc4 6] 

E-G 

E-G. E-G \-N 

R-O^ ^ 

12-14 12-15 12-16 

[E,G,R 10 ^ € ^:^]fR 180 «V^•rtVt)BafB^^1:^S„ ] 
mmtLVT. 4km<D%& (Mx.kf. J. Org. Chen. 39, 1522(1974)) IZ$£\,K 

J&£*/7^ Ktr^fi&tt***, ^^e>50T;T^J&£i±£3£lC<i: U#6:i£ 

£T?sift<D3-y y-i, 2, 4-h VT\r-)vmM<£ 

— lgl$&-£'J&&(#Ix.teU A. R. Katritzky et al., "Comprehensive Het 

erocyclic Chemistry vol.5" , p. 761-784(1984)) lCfi£o T^Bgf £ Zl t & 7?^ 
6„ 

[0066] 



4 6 
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E-G 

ZnBr 



X^.N X E-G N X E-G N NH 2 

XJ — - xj — - XJ 



16-1 16-2 16-6 16-8 



E-G + X *J*\* E-G^N^X E-G^N^NH 2 



ZnBr 

16-1 16-3 16-6 16-8 



X N X E-G^N X E-G_,N. NH 2 

E "^. * II 1 II 1 fl 1 



"™ ■ u — v — u 

16-1 16-4 16-7 16-10 

fiPffl9426715-i§-) izm\ 16-lX*mznZ>iti$m£2,6-*?J\U¥ U ^>(16-2K 2 
tf U ^ ^>(16-3). 2,6-^V\nkr^>(16-4)£/\'^?A&&$£ (#I 

, ^^1^16-5, 16-6. 16-7T^$tl-5>fb-^%i: L^^:. T>^ — T Sr^fSSi* 
£Zl£lC<fc*K @^©2-T^ y tf U ^>(16-8). T$^>(16-9). tT^^>(16- 

i o) mm<#. & mm* z> z. n m z> . 

[0067] 

t tuts d n 

[6] z-VT—vuv+r^j- * <om& - 

[ffc4 7] 

E-G R 5 E-G R 5 

W NR 2 R 3 W NR 2 R 3 

s >-n-7< 4 Si^-t* . 

HN p'l NR 4 p'l NR 

13-1 «* " 

D£#> E> G. R 1 , R 2 . R 3 R 4 . R 5 S<fc^2o©^liBafHt^Tfeeo ] 

mmcm-trr —v ;>fyf7y-;v (13-2) sxT&xmz £ otsit^s 
-2o~8or t* a m £ t«ii & sis £ -fr a 3 i: ic <k *; ^ii^-ets. 

1,8-i/Tif tfi/^ □ [5.4.0] ^ >T I "fe-7-x.>, h'jxf;i/7^X tf'J^>, * 



4 7 
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tc it 3 ti e> w n, jc & \f u > am* w *i s . 

[0068] 
[ft 4 8] 

E-G R 5 E-G R 5 ^ 3 

HN HNy=< HN pi NR 4 

c^ifi, e, g, r 1 , r 2 , r 3 , r 4 , r 5 , r 150 ^^ ^(Dmmtmmummx^^ 

o ] 

^4*>C **Sffi*8t*, Mj£fi^0~110rT***y^>(13-3)£MiS£ii3 3i: 

;n#y-;K >r y^n^v ; N,N-^^^-;i/7j>;i/ 
AT ^ K#<Z>T^ K^S ; tert-^/l/*^/l/:r:~ 5^;k r Y 
7tKn75>, i,4-S/^-^i?->^<Z)ni-^;i/^ ; ^<>if >, h;i/x> % ?nn 
^>if>^©^#^ft*^ ; i£<b*?-i/>, fan*M, WH&ltmm. l, 
>^ ©«S* Jfcft*3HB. £ f=. r *i £ <z>M-£*g^ if £ *i 

[0069] 

[7] 5-^7-^ J -1 ,2 ,4-^ T VY \r-jl,(Dm& 
lit 4 9] 

E-G NR2R 3 E-G NR 2 R 3 

14-1 14^ 14-3 



[^cfi, E, G. X. R 1 , R 2 . R 3 . R 4 fe«fc^2-3©^ttB&IHil^-efeS„ ] 
^m(D5-^f T - -1 ,2 ,4-^ T V- ^ (14-3) liJ^TO^lC <fc o T»Bt 

mo~30TC n 4* >ftj«0 £f£M $ -&T^14-2T^$ H&it&Vs i i: # 

/Nn^>fbf*M£bTtt, MSitth'J^A, M^IStb'J^^AWJ 

>m^^^ffl^i±^3^^SW(D5-yT-^V-l,2,4-^T^Ty-;V(14-3)$: 
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o 

r 00701 

[ft 5 0] 

E-G E-G NR 2 R 3 

HN NR 2 ^ HN R 7 1 NR 4 

8-3 HN^i 14 -1 

R 1 ^ 
13-3 

[5$*, E, G. R 1 , R 2 . R 3 , R 4 , R l80 &&lf2^>(DffimZmm£mmT*2bZ>o ] 
iU§a©^T^#e>tl^^;8-3T^$tl^ft^5:^tt^^ 

[0071] 

li" Protective Groups in Organic Synthesis" , 2nd Ed. (T. W. Greene and P 
. G. M. Wuts, John Wiley and Sons, inc., p 175-223(1991)) iCfB^tf^jffi© 

[0072] 



4 9 
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Ut 5 1 ] 

Ar 2 — H 



"V** — — — ^Y*^ — - 
o o 

15-3 



• is 



15-6 



[A*, Ar 1 ^, 7»;ilf, J&fgM^ a^flf, -hnl, 7fc;i/*;i/», t 

■fe^;i/«, i/7;a, -r 17 ( ^ 17 itmmtmmx'&^ 0 ) , -or 11 ( r 11 ^® 
nmmv2bz> 0 ) , -co 2 r 29 ( R 29 &mmtmm-v$>2> 0 ) ;fcj:tf-coNR 30 R 31 ( 
R 30 fe«t:^R 31 ttBffiatiw(aT^>^>o ) Tb^j&^^b'ttSic^^tis i ^e>4i 

jrec^, 3 7ii^, r 17 ( K 17 &wm£mmx*$>z> 0 ) . or 11 ( R n «gfffai: 

-0-, -S- -SO-, -S0 2 --e^LTV>T : foJ:VA o R 123 fe £&K 12A i$. 



xJf, R.C.Larock, "Comprehensive Organic Transformations" ,VCH Publisher 
s,Inc., P .703-708(1989)) IZ'&\<\ 5£l5-27?^t£ tlS'Oif ymm#.£Kl&Z-& 

, ^>!/7x;>i^ (^;i5-3) «^r, »i/r;tis ( 

#9>U;£, Synthstic Communication, 1997, 27, 1199.) iCfi^V 3£l5-47?^3 #l£ 

3;ft£5&n?k#^bT#;i^>®? (5S15-5) *&fo^Z> 0 $e>tC 
^^T, &%l<Dm?UV K-&jA&lCtiEVV &?D'J K&^/RU ^©Arndt-Ei 



aili# 2000-3062663 



2000—058 



stert^-J^^ (MxJ£> R.C.Larock, "Comprehensive Organic Transformations 
" , VCH Publishers, Inc. , p. 933 (1989)) IC^VK VY # > % L < \% V U % 

^;i/^U;i^7^*#>££j££i±£ cities *k jjjvtf^m (=£15-7. r 123 =r 
124 =h) % L < &3L*^n' (^15-6) - £®Bg-r-g>z: y j&ets -g^ * :fe , 4*fcN8G- 
y ^^Wfc&tc <t *; , ^ : x-r 123 , x-r 124 % l < «x-r 123 -r 124 -x (xiii&ifiM 

*\ **«^*fctta^*»?-&3SU R 123 > R 124 «itffi2£I^T*&£o ) £ 
M^T^ix^;i/ (^15-6) KZ7A3f/l/3l3:#Al,fc«, :nx^;i/X£2ra7K#fl¥t- 

[0073] 

Me : 

Et : zn^l/ 
Ph : 

[0074] 



2000-3062663 



[it 5 2 ] 



[0075] 



2000—058217 




^NHR 
NH 2 



No. — NhfR 




^ 2 /=v /=rv Me 

^ ) — N NHR 



2-01 

2-02 
2-03 

2-04 



2-06 



-N— "VJ** 
H 

H 
H 



-a 



^SC^N NMe 



/ \ 



W3 



NH 2 



No. 



— NRR* 



3-01 



3-03 




M4 



F nP>-n : 



NRR* 



2^ 



4-01 



-N^N— °— C00H 



4-02 — N N 



4-03 — n^^ S °2NH2 

/ \ 

4-04 — N SO2 



5 2 
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[-ft 5 3 ] 

m& 



=v Me 




mi 



No. 


— R 


No. 


— R 


5-01 


— CH2CH2OH 


7-01 




5-02 


-CHjCHa-N^O 
\ / 


7-02 


— CH2CH2SO0NH2 


5-03 


— CH2CH2NH 2 






5-04 
5-05 
5-06 


— CH2CH2NHSO2M© 
— CH2CH2SO2NH2 


ms 










NRR* 


me 




NO. 


— NRR* 




/=\ Me 

0 h r 


8-01 
8-02 


— NHCH2CH 2 V \> 
— NHCH2CH2S02NH 2 


No. 


— R 


ms>* 










6-01 
6-02 


— CH2CH 2 OH 

— CH2CH2n£~J3 




/=\ Me., 

NRR*» 


6-03 


— CH2CH2NH2 


NO- 


— NRR* 


6-04 


—CHjCHjNHSC^e 


9-01 


/ — V 

— p 


6-05 
6-06 


— CHjCOaH 

— CH2CH2SO2NH2 


9-02 


— N / VfMe 
N / 


[0076] 
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[ft54] 

6*0 




10-01 




10-02 




10-03 


o 

XOOH 


10-04 


H 


10-05 


— NHS02Me 


10-06 


H J 


10-07 


H J 


10-08 


— NHCH2CH2NH2 


10-09 


— ^B^CH2CH2NMe2 


10-10 


— f*4CH 2 CH 2 S0 2 NH2 




N / p> Hl ,=< 



o 

N — ' 



No. 


— NRR" 




O 


11-01 


Me 


11-02 


O 


11-03 


^COOH 


11-04 


o 


Me 


11-05 


— NMeS02Me 


11-06 




11-07 




11-08 


— NMeCH2CH 2 NH 2 


11-09 


— NMeCH2CH2NMe2 


11-10 


— NMeCH 2CH2SO2NH2 



[0077] 
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#2 0 0 0 — 0 5 8 2J7 



Ut 5 5 ] 



n'0>-o 



12-01 



12-02 



12-04 



12-06 



12-07 



12-08 



-N=< 
N 
H 

HN— x 
— N=( O 
HN — ^ 

COOMe 

-nh< ^ 

N -S02 

Me Ph 

N-SO2 
O 

HN — ^ 

"H NH 
N-S02 



N-S'02 
H 

-N=< X 
H 

— N=< V-GH 
HN— ' 



12-10 



12-11 



12-12 



12-13 



12-14 



12-15 



12-17 



-NH 2 



2Me 



— N==( Y=0 

HN — ' 

HN— v 
-N=< _Vh 

HN— ' 

HN— x 
— N=< V- CO2H 

HN— ' 

— N=( N— NHSO 
HN— ' 

^N^ NH 
-N^N^NH 2 

0- 

N «* I 
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5 5 
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[0079] 
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#2000-05 

Ut 5 7 ] 




[0080] 



2000—058217 



[ft 5 8] 



«20 



G-A— n=K 



o 



NO. 



20-01 



20-02 



20-03 



20-04 



20-05 



20-06 



20-07 



20-08 



-CH2- 



Me 
_| 



[0081] 



NH 2 



— G— —A— 



H 



Me 
V-NMe 

^1 



#*21 




A— N=< 



o 

N — * 



21-01 



21-02 



21-03 



21-04 



21-05 



21-06 



21-07 



21-08 



21-09 



21-10 



— G — 



Me Me 



-CH 2 _ 



Me Me 
V 



NH 2 



AO. 

N 
H 



H 



Me 

¥- 

H 

Vn 
rlO>- 

V-NMe 
V-NMe 



5 8 
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y—NMi 

O 



0423 



22-08 



22-09 



22-10 



22-11 



A— N=< 

NH 2 



Me >r 




No. —O— —A— No. — G — —A— 



Me V- s Me \-s 

22*1 — L- JO) — 23*1 — 1 nO>- 

Me Me V=S Me Me 

22-02 V nQ>— 23*2 V JO 



22-03 — I — JO\ — 23-03 ! 

n V 

H v H 

Me Me >^r\ Me^ Me 



22-04 _>wl_ JO\ — 23-04 V N '0 

v H H 

Me 



22-05 I N '0> 23-05 

~N "'N' 

Me 



Me Me V— \ Me Me 

22-06 V/ N '0> 23-06 V/ JO 

Me Me 

Me \-o Me \— o 

22-07 _JL_ n'0>- 23*7 _-L_ n'OJ^— 



"N X' 

V-O Me., Me V-0 

N '0>-- 23-08 * _JU_ N '^_ 

^ 23*9,, 

M A£f~ 23-10 M _!22r* 



H 

Me 



Me Me.. >— NMew. Me .Me-.. VfNMeiw 

nO>- 23-12 _V_ N '0>- 

[0082] 



5 9 ffilE# 2000-3062663 



2000—058217 



lit 6 0 ] 

W24 



24-01 



24-02 



24-03 



24-04 



24-05 



24-06 



24-07 



24-08 



24-10 



24-12 



— G — —A— 



-CH2- 



Me 
_1_ 



¥- 



H 



Me 



#425 



No. — G — —A~ 

Me \-S 
25-01 — L_ N '0>- 



25-02 



25-03 



25-04 



25-05 



25-08 



25-09 



25-10 



25-11 



25-12 



Me Me 
V 



Me 
_1_ 



Me Me 



Me Me 



Me 



Me 

¥- 

Y-N 
H 

Vn 

V-NMe 

V-NMe 
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Ut 6 3 ] 

em 

No. — G— — A— 



30-01 



30-02 



30-03 



30-04 



30-05 



30-08 



30-09 



30-10 



30-11 



30-12 



Me Me 



«31 



f VG-A— N=< N 



or 



NH 2 



31-01 



31-02 



31-04 



31-06 



31-07 



31-08 



31-09 



31-12 



— G— 

Me 
I 


—A— 


Me Me 




Me 
I 




Me Me 
V 




Me 
I 




Me Me 




T 


N— NH 


Me*, Me * 
V 




Me ..... 




Me-Me 




Me** 




Me vMe v?, 


v Me 
MeN*0) — 



[0086] 



6 3 £fiiE#2 0 0 0 - 3 0 6 2 6 6 3 



2000—058217 



[ft 6 4 ] 
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6 4 ffilE# 2000-3062663 




tBSE#2 ooo- 
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[ft6 8] 

O ~ ^ P 

N ^ Vg-A— N=^ 



G-A— N=< 

NH 2 



F 


No. 


— o— 


—A— 


36-01 






36-02 


Me 
I 


XX 


36-03 


Me Me 




36-04 


-CH2- 


XT 


36-05 


Me 


H 



36-06 



Me Me 



36-07 -CH2- 



36-08 



36-10 -CH2- 



36-11 



36-12 



-0- 

YY 

XT 

YY 







NH 2 








No. 


-G- 


— A— 


37-01 


-CH2- 




37-02 


Me 
1 




37-03 


Me Me 




37-04 


-CH2— 




37-05 


Me 


\==/ 


37-06 


Me Me 




37-07 


-CH2— 


_fV 


37-08 


Me 


YY 

N^N 


37-09 


Me Me 


YV 


37-10 


-CH2- 


YY 


37-11 


Me 




37-12 


Me Me 


YY 

N^N 
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[ft 6 9 ] 



<W38 



O 

N — ' 



A— N=< 

HN-Me 



38-01 



38-02 



38-05 



38-07 



38-08 



38-09 



38-10 



38-11 



-CH2- 



-CH> 



-O- 



xx 



3^ 
W 



«*9 

<f r ^-G-A-N=( N 

No — G — —A 



39-01 



39-02 



39-03 



39-04 



39-05 



39-06 



39-07 



39-08 



39-09 



39-10 



-CH 2 - 
Me 



-CH 2 - 

Me 
1 

Me Me 



XX 



-Ob 
M 

L 



-O- 



Me^Me ^TT^r^ " 
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Ut7 o] 

«40 



^— OH 



— o— 



40-01 



40-02 



40-04 



40-05 



-CH2- 



-o- 



-CH 2 - 



40-08 



40-10 



YY 

N^N 

Xr 



-CH2- 
Me 



Me Me 



N=N 

YY 



[0093] 




HN — i 

HN ' 



No. 


—o— 


41-01 


-CH 2 - 


41-02 


Me 


41-03 




41-04 


-CH 2 - 



41-05 



41-06 



41-07 



41-08 



41-09 



41-10 



41-11 



-CH2- 



Me 



Me Me 



N=M 



THF : rh^H Kt3 77> 
DMSO : $/*^;i/X;i//ft3r£/ K 
DMF: i/'^f^;i/A7 5 K 
ipa :>fy^n kf/i/y/i/ri-;!/ 
tfa : h y ^;i/^-nM 

Et : If ;i/ 



7 0 
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Me : 

Bu-t : tert-^^;i/ 
Bz : W ;i/ 

Boc : tert-^"h ^^;V^^.;V- 
[0094] 

N' - {3- [1- (3-^< > »y>f )\y -7 m M -5->f yf7!/ U /!/} -N-* ^ ;i/-4-^ ;i/ 

[ft 7 1 ] 




##M 4 -e#£fti=?fe i: * ^ y , mMM i «fc tf^J6« 6 £ |^*£<D|£ 
f1^c<fc*J SW^ifc. 

1 H-NMR(300MBz, CDClgJ.S • ppm* 1 . 70 (d , 3H«y J=6 . 6Hz,),, 3.15 (br v s ,«3H) ,3.48(br. 
s,4H) ,3.70(br.s,4H) ,4.2a0q,lHiJ=6.6Hz) ,6.^(s,lH) ,7.38-7. 52*C«?4H) ,7.56-7 
.63(B,2H),7.7(br.s,lH),7.75-7.80(m,2H),9.52(br.s,lB),11.55(br.s,lH). 
[0095] 

;i/(3-{l-[5-(5^h^tl Kn-2(lH)-trU ^ i/-'Jf>7^ J )~3-4 y^T 
[ft 7 2 ] 




B 

1 H-NMR (300MHz, CDC 1 3) 8 ppm: 1.67(d,3H, J=7.2Hz) ,1.98(br.s,2H) ,3.45(br. 
s,4H) ,4.27(q,lH,J=7.2Hz) ,6.84(s,lH) ,7.36-7.41 (m,lH) ,7.46-7.65(m,6H) ,7.75 
-7.77(m,2H) ,7.91 (br. s,2H) ,11.44(br.s,lH) . 
[0096] 



2000-3062663 



2000—058217 



mmms 

N* - {3- [1- (3-^ > y ^ )\y -7 x. - JV) m *f- )V) -5--Y Vf 7 V D -N , N- ^ ;* ^ ;b-4- 
[ffc7 3] 




##M5T*#fefb-^-#»(4.00g)$: ; E;i/7}NiJ >(40mL)tC^^L. 100X:T'30^^^ 

* n o * n n A/* # j -;v=96/4)T»$g U Vr—V > (3.78g) £ 

N-J&g?/ V >■* 3f -9- > Tf&H U T a 65^ (2 . 95g) & « t=. . 

*H-NMR (300MHz , CDC 1 3) 8 ppm: 1.72(d,3H,J=7.2Hz) ,3.07(br.s,6H) ,3.54(br. 
s,4H) ,3.87(br.s,4H) ,4.37(q,lH,J=7.2Hz) ,6.91(s,lH) ,7.38-7.54 (m,4H) ,7.56-7 
.64(n,2H) ,7.71 (br.s.lH) ,7.76-7.81 (m,2H) . 
[0097] 

N* - {5- [1- (2- 7 JU7t □ [1 , 1 ' - bf 7 a: — M -4->f ;b ) M -1 , 3 , 4-;* ^iJ-i/7V 

-;i/-2-^;b}-4-^;i/jfcU >#;i//K^>-f ^ K7^ K 

[ft74] 

. tkMn. A A !V M© I O 

t^-^^f^-t? 

^H#HJtCT. 'JffA7 5 F (199ms), h;i/3i>(5ml) .fctftert--/* y 
2.5g)(2M^£80t;7?30£\&nll&U 80T3T^f$l£30;friI^Cl/£o ^iSlCMU 
##M6^#fctt/£r$j(1.23g), h;i/a:>(5ml), */7;^*'J >(486mg)^3J: 
0Jtert-y^y-;i/(lg)(DM^#l$:^Tb^ o ^.tl^SOXZX^mMm^ 5fc&l£ 
TkZmz.. ?aa*M»BJU ^M$:^JE^bfe 0 

^;i/A)UTm?4(369mg)?:taJRUfcc £ *£JKI$ll U H^^(ai # J -;u/tK 
) IT g 65#»(839mg) £#fc„ 



7 2 



mSE# 2000-3062663 



#2000 — 058 2^7 

1 H-NMR (300MHz, CDClg) 5 ppm: 1.74(d, 3H, J=7.2Hz), 3.51-3.54(m, 4H) , 3 
.72-3.75(m, 4H) , 4.25(q, IH, J=7.2Hz), 6.97(br-s, 2H) , 7.10-7.18(m, 2H) , 
7.33-7.46(m, 4H) , 7.50-7. 53(m, 2H) 

IR(EBr) [csT 1 ] : 3364^3204,- 2978,-2863,- 1052-r 1583=, 15377 1483^1485, 145 
1, 1422, 1377, 1292, 1271, 1227, 1161, 1121 
[0098] 

N' -(5- {1- [3- (2- ~7 cnn;i/-l ,3-^^-^r V =y y-2-4 ;b)7i-Mif M-1,3,4- 
^-^r-9-^T x /-;i/-2— f;b)-4-^;i/*;U >#;i/>tf3p W K7^ F 
lit 7 5 ] 




Mt#B^,T> U^^AT^ F(459mg)i: h;i/m>(15ml)©ig^{C, 80T:T't 
er t- -f Z J - Ml . 48g) <D "h /UX > ( (5m L) ^M^M^F Ufc ^^^O^il^ b 
fc„ 34xlC##M-7 =&fl/3j^U >(1.12g)© 

:n> (15ml) ^£40#^tfT MTU 80TCT5^ii#Lfec TKSrAD^., ?OD 

(^DD*M/^ # J -;i/=50/l)lCT^b. BftMfe(2.69g, S-feT ^l/? 7 X 

*H-NMR (270MHz , CDClg) 5 ppm: 1.68(d, 3H, J=7.3Hz), 3.49-3.52(m, 4H) , 3 
.71-3.74(m, 4H), 4.04(s, 4H) , 4.20(q, 1H, J=7.3Hz), 6.95(br-s, 2H) , 7.23 
-7.36(m, 6H), 7.48-7.51(m, 3H) 
[0099] 

W - {5- [l-O-'O !/>f fry x ~;v)3L^M -l ,ZA-Jr*-VVT *J- M -4- 

^A^'J yji)\>i£*i/4 % FT ^ F 
7 6 ] 




7 3 



2000-3062663 



m 



2 0 0 0 — 



0 5 8 2 17 



^Ut#H^T> Hi6M5T'#feffc^(2.53g)$:TFA(10ml)C^^L, *(2ml) 

3»SSU ffi£j£#l(1.89g) lN-M/x-T;bMT«l/T@Wfe(L 
48g)£#fc 0 

*H-NMR (300MHz, CD30D) 5 ppm: 1.71 (d, 3H, J=7.2Hz), 3.59-3.62(m, 4H) , 3 
.68(m, 4H), 4.39(q, 1H, J=7.2Hz), 7. 51-7. 56 (m, 3H) , 7.63-7.71 (m, 3H) , 7. 
76-7, 79 (m, 3H) 



^-;i/-N' -(5- {l- [3- (2-^ — ;i/-i y ^ >-2— f ^ n^-jv 

} -1,3,4-^-^7 V"-;!^-^ ^M-^/Usfc U >#;i/^3rW ^ F7^ F 



Mt#B^CT, ##M9-e#fe<fc^(2.94g)$:THF(12ml)U:^^b, 

4o%^^;i/T^>7K^(7.iig)$:jn^ > 8or-r-5B£iigfli*pu m&mmvr^ m 
mzb)b3i>ztiax.Tmmi<. ai»(2.83g, n&mmzmt^ 

^H-NMR (270MHz , CDClg) 8 ppm: 1.68(d, 3H, J=7.2Hz), 2.96(d, 3H, J=5.0Hz 
), 3.33-3.37 (m, 4H) , 3.73-3.76(m, 4H) , 4.05(s, 4H) , 4.21 (q, 1H, J=7.2Hz) 

=rr , 7. 16-7..37:(b:,_ 6H) ,_ 7 .48^7 . 51 (e, 3H) , S^Sgjbr-d^lH-, J_=5~0flz) 



[0101] 

n' - {5- [i-(3-^< y y<i )i y 3i -1 ,3,4-^r ^ vr y-;i/-2— r ;M -n- 

;*^;i/-4-^;i/*i; >*;i/#3f W ^ FT ^ F 
Ht7 8] 



[0100] 



Hb7 7] 





2000-3062663 
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H-NMR (300MHz, CD30D) 5 ppm: 1.70(d, 3H, J=7.2Hz) , 2.78(s, 3H) , 3.40-3 
.36(m, 4H), 3.54-3.60 (m, 4H) , 4.37(q, 1H, J=7.2Hz), 7. 51-7. 58 (m, 3H) , 7. 
62-7. 68 (m, 3H) , 7. 76-7. 79 (m, 3H) 



N,N-^^^;i/-N'-(5- {1- [3-(2-7 V 7 >-2-> f !7 re ~ X 
[ffc7 9] 



1 H-NMR (270MBz , CDClg) 5 ppm: 1.68(d, 3H, J=6.9Hz), 2.76(s, 6H) , 3.23-3 

.26(m, 4H), 3.65-3.68(m? 4H), 4.03(s, 4H)", 4. 17 (q,> 1H;* J=6>. 9H«zO , 7.24-7. 
36 (m, 6H), 7.46-7.50(m,*3H.)a. 
[0103] 

mmm 1 o 

n' - {5- [i-(3-^> y>f ;i/7xi;b) x^;i/] -1 ,3,4-;* =£-9- s?r v-jv-2-4 m -n, 
n-s/^^;^-^;!/*'; >^;i/>K^e/>f ^ ft^ f mmm. 



^9T'#fc^#lS:fflv\ 6 £ feint &SI'fNcJ: y B 

^-NMR (300MHz, CD30D) 8 ppm: 1.75(d, 3H, J=7.2Hz) , 2.96i(?s, 6H) , 3.29-3 

.34(m, 4H), 3.56-3.63.(m,« 4H}, 4.45(q, 1H, J=7.2Hz), 7.51-7.60-(m,- 3H) , 7. 

64-7. 72 (m, 3H) , 7.77-7.81 (m, 3H) 
[0104] 

mmm 1 1 

N- (2-tKD^i/Xf^) -N' - (5- {1- [3- (2-7i- ;i/-l ,3-i/*t^rV7> -2->f 



[0102] - 



mm 9 





£fiE# 2000-3062663 



2000—058217 




-y x. — M ^ M -1 , 3 , 3p * T x / - ;i/-2->f ;i/ ) ;i/ * U > # )V 3r 1/ -f 
Ut 8 1 ] 

1 H-NMR (270MHz, CDClg) 6 ppm: 1.69(d, 3H, J=7.2Hz), 3.31-3.36(m, 2H) , 3 
.43-3.46(m, 4H) , 3.71-3. 75(m, 6H) , 4.05(s, 4H) , 4.20(q, 1H, J=7.2Hz), 6. 
47-7. 47 (m, 1H) , 7.22-7.38(n, 6H) , 7.47-7.52(m, 3H) 
[0105] 

mmmi 2 

N* - {5- [1- (3-^ > 1/>T ;i/ 7 31 :n^- M -1 ,3 , 4->T ^-^rVT^J— JV-2-4 M -N- 
lft8 2] 





O ^ * L O HO 

*H-NMR (30OMHz, CD30D) 8 1.70(d, 3H, J=7.2Hz), 3.25-3.44(m, 6H) , 3.51-3 
.63(m, 6H), 4.36(q, 1H, J=7.2Hz), 7.51-7.58(m, 3H) , 7.62-7.71 (m, 3H) , 7. 

- /-/—/_. /„o_v,M,_»Suy: 

[0106] 

mmmi 3 

N-(2-^f ^ £V'J if— U ^>)-5- {l-[3-(2-7oin;i/-l,3-i;^-^rV^>-2— f 
[ft 8 3 ] 



'^6 b-W 





##M8t'#fc 4t&%> (2 . 97g) £ THF (300m 1 ) \Z m b , X ^ U > *? T ^ > (404n 



aiH# 2000-3062663 
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V 



;i/ij7A(^Dn*M/^ Z J -;i/=l/0~100/l~50/l){CT3ff$gU Blft^£(2 
.46g, 90%, fi67 ; t;i/77X) 

1 H-NMR (300MHz, CDC4 3 ) 5 67 (df-SUr ■J=7v2Bz) V 4.04tbr-st"4H) , 4.2 

0(q, 1H, J=7.2Hz), 7. 22-7. 36 (m, 6H) , 7.47-7.50(m, 3H) 

[0107] 
HJfcftf 1 4 

(3-{l- [5-(2->f 5#VU 27— Ut^TS >> )-l,3 > 4-;T*'fr$?7V'-/l/-2--f /b] X 
lft8 4] 




% Me 
V—i' HN 



<w — - oW 



HO 



1 H-NMR (300MHz, dg-DMSO') 5 ppm** 1.61~(d, 3Hv J=7.1Hz) , 3.59(s; 4H) , 4.47 
(q, 1H, J=7.1Hz), 7. 52-7. 74 (m, 9H$ , 8.04(br-s, 2H) 
[0108] 

mmmi 5 

5- {1- [3-(2-^i— ;i/-l,3-^^rV7>-2- f 7 a: — X^;i/} -N-^ h ^ tl 
Fn-2(lH)-tf U ^ 2?— U-t^^-I, 3,4-^-^-9- PT \T- ;i/-2-7 * y 

lite 5] 




-O N 



Me 

f \ 




#t«i8Wc{t^i:i,3-^r^ y ^oA>^e>> mmmi 3ti«a:js# 

1 H-NMR (300MHz, CDC 1 3) 8 ppm: 1.66(d, 3H, J=7.2Hz), 1.73-1.81 (m, 2H) , 3 
.22(br-s, 4H), 4.03(s, 4H) , 4.16(q, 1H, J=7.2Hz), 7. 17-7. 34(m, 6H) , 7.47 
-7.50(m, 3H) 
[0109] 
1 6 



7 7 



miBE4f 2000-3062663 



2000—058217 



7i-;K3-(l-[5-(f H5t KD-2(lH)-tf U ^ i/-'Jf>7 ^ ;)-l,3,4-^dp 
[ft 8 6] 




1 H-NMR (300MHz, dg-DMSO) 8 ppm: 1.61 (d, 3H, J=7.2Hz), 1.77-1.87(«, 2H) , 
3.28-3.36(m, 4H) , 4.50 (q, 1H, J=7.2Hz), 7.54-7.74(m, 9H) , 8,48(br-s, 2H 

) 

[0110] 

mmm 1 1 

2- [(5- {1- [3- (2- -7 —)\,-\ >-2->f 7 ai — M -1,3,4- 
[ft 8 7] 




1 H-NMR (300MHz, d g -DMS0) 8 ppm: 1.52(d, 3H, J=7.2Hz), 3.08-3.18(m, 2H) , 
3.29-3.38(m, 2H) , 3.96(br-s, 5H) , 4.23(q, 1H, J=7.2Hz), 5.19(d, 1H, J=3 

""="- - ,7flz) , 7. 15-7-.-18(iii,_lH) 7L^^^m^,^^.^A^h^B-^^*J^^^rL* 

2H) 

[0111] 

mmmi s 

[3-(l-{5-[(5-t: Ko^ri/^ h^b: Kn-2(lH)-t°U ^ $?— Vr»T$ /]-l,3,4 
It8 8] 




7 8 



2000-3062663 
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1 H-NMR (300MHz, d g -DMS0) S ppm: 1.61(d, 3H, J=7.3Hz), 3.19-3.38(m, 4H) , 
4.01-4.O7(m, 1H), 4.50(q, 1H, J=7.3Hz), 7. 54-7. 74 (m, 9H) , 8.41 (br-s, 2H 

) 

[0112] 

mrnrn 1 9 

^;i/-N' -(5- {1- [3-(2-y ol — JV-1 ,3-i/^^r V ^ >-2— f )\y) 7 zt — M ^ )V 

|-i,3,4-^^t^7y-;i/-2-f ;v)-4-^^-^;i/7j>y y-ftfy^i/j ^ KT ^ K 

[ft 8 9 ] 




SMe 




1 H-NMR(300MH^ CDClg) 8 ^ppm* 1.68(d,^3H; J=7.2Hz) , 2.68-2.72'(m, 4H) , 2 
.93(d, 3H, J=5.c0Hz) , 3.59-S:63(m, 4H) , 4.05(s, 4H) , 4.~21(q, 1H, J=7.2Hz) 
, 7.21-7.37(m,* 6H) , 7.48-7:51(m, 3H) , 8*33"=-8.41 (m-?* 1H) 
[0113] 

mmw2 o 

N'-{5- [l-(3-^> y-f JV7 x ~ ;i/):n^;i/] -1,3A-**WT !/-/l/-2-> f M -N- 
[ft9 0] 

o-c - ^ 

i 9 T?#fcft^«n& m w hjsm 6 ^ mmtemmz ^vBmm^mr^ 0 

1 H-NMR (400MHz, dg-DMSO) 6 ppm: 1.55(s, 3H, J=7.1Hz), 2. 58-2. 59 (m, 4H) , 
2.63(d, 3H, J=4.4Hz), 3.68-3.70 (q, 1H, J=7.1Hz), 7.50-7.55(m, 3H) , 7.60 
-7.70(m, 6H), 8.80(br, 1H) 
[0114] 

mmm 2 1 




*J^T\ HCJ 



ffiliE# 2 0 0 0-3 0 6 2 6 6 2 



m 



2 0 0 0 — 



0 5 8 2 1 7 



N,N-i?^ ^;i/-N' -(5- {1- [3-(2-7 3i — JV-1 ^ >-2— f )V) 7 zl-M 31 

^;i/}-i,3,4-^-^rif^Ty-;i/-2— r;i/)-4-^^-^;i/^y >*;i//K^>>>r ^ ft 



##$li o-e#fc-fb^i:^^^;bT5>^^, mi6#l7 tmm&mmz £ y 

^fl-NMR (300MHz , CDClg) 6 ppm: 1.69(d, 3H, J=7.2Hz) , 2.59(m, 4H) , 2.76(s 
, 6H), 3.45-3.48(m, 4H) , 4.03(s, 4H) , 4.20(q, 1H, J=7.2Hz), 7. 22-7. 37 (m, 
6H), 7.47-7.50 (m, 3H) 
[0115] 

mmm 2 2 

N' - {5- [1- (3-^ >^/>f;i/7x^l/)xf;i/]-l ,3,4-:* ^rifi/'T!/- ;i/-2-> f M -N , 

n-*?*m-4-^yt=en/7* v >^;i/^^p^-r ^ ft^ f 

[ft 9 2] 



mmm 2 1 -emt~iti*mzm^. mmm eumm^mz^ y a 



-7.74(m, 6H) 

[0116] 
HJfcfll 2 3 

N-(2-tl FD 3f S/^^-N' -(5- {1- [3- (2- 7 x— /l/-l,3-S?## V 5 >-2->f 

■7 x— ;n x^;i/} -1 ,3,4-^-^-9- s;r y-;i/-2— f ;i/)-4-5 l ^- : e;u^ y >^;i/>K^r 

W ^ FT 5 F 



[ft 9 1 ] 





1 B-NMR (400MHz, dg-DMSO) 8 ppm: 1.63(d, 3B, J=7.1Hz), 2.61-2.63(m, 4H) , 

2-.-87-(s-, -BI)-,--3-.-42t*er-,.- 41):.,.. 4v53(:q, ..-IB* j#s5E>1H«1 a 7.54-7_.59Cm^ 3H) ^7,64 



2000-3062663 



#2 0 0 0 — 0 5 8 



# 




SMe 



<0 k^s 



v — qj_| 



1 H-NMR (300MHz, CDClg) 8 ppm: 1.69(d, 3H, J=7.2Hz), 2. 67-2. 70 (m, 4H) , 3 
. 28-3.31 (m, 4H), 3.68-3.76(m, 4H+2H) , 4.05(s, 4H) , 4.20(q, 1H, J=7.2Hz), 
6.82-6.88(m, 1H) , 7. 21-7. 37 (m, 6H) , 7.49-7.52(n, 3H) 
[0117] 

mmm z 4 

N* - {5- [1- (3-/< > V >f )V -7 x. —JV) =.?-M -1 ,3,4-^-^-9-^ T !/-/b-2->f -N- 
(2-t: FD3f £/:r^;i/)-4-^>*- ; e;i/-7;r U >#;i/JK3f W ^ FT ^ F 
[ffS9 4] 




mmmz 3Tmt=.it^m^m^\ mmme nmm^mmz^vmmm^mr^o 

1 H-NMR (400MHz, dg-DMSO) 8 ppm: 1.59(d, 3H, J=7.1Hz), 2.61-2.62(m, 4H) , 
3.12-3.18(m, 2H), 3.43(t, 2H, J=5.5Hz) , 3.70-3.71 (m, 4H) , 4.46(q, 1H, 7 
.1Hz), 7.54-7.58(m, 3H) , 7.64-7.74(m, 6H) , 8.70(br, 1H) 
[0118] 

mmm 2 5 

N' - {5- [l-(3-/<> JV7 x—fr) -1 ,3,4-^-^-9- PT M -N- 

*?-;v-4-?'* ; ZJl>7* V >#;i/;K3f W ^ F7 ^ F l,l-Vit*i/ F 
Ut 9 5 ] 





MM* 

N' HO 



2 7 £.mm*mmz&v ®mm*mt=. 



H-MR (400MHz, dg-DMS0) 8 ppm: 1.60(d, 3H, J=7.2Hz), 2.69(d, 3H, J=4.4 



2000-3062663 



ooo— 



0 5 8 2 1 7 



Hz), 3.32(br, 4H) , 3.91 (br, 4H) , 4.48(q, 1H, J=7.1Hz), 7.56-7.59(m, 3H) , 
7.65-7.74(m, 6H) , 9.09(br, 1H) 
[0119] 
MMM2 6 

n' - {5- [l- (3-/< y !/>r ;i/ 7 i — jl^- m -l , 3 , 4->f 3f -9- 7V- ;i/-2— f -n , 
N-^^^;i/-4-^^-^;i/^^'J >^;i/7K^ri/-f ^ F7 ^ K 1,1-S?**S/K 

Ut9 6] 



br, 4H), 3.65(br, 4H) , 4.51 (q, 1H, J=7.1Hz), 7.54-7. 58(m, 3H) , 7.63(a, 6 
B) 

[0120] 
HJSM2 7 

N* - {5- [1- (3-^ > \T >f ;i/ 7 3i n ai^ -1 , 3 , 4-tf 3f -fr T 5/ - ^-2 — f ;b} -N- 

(2-n Fa^i/if^^-ft^;^^'; >#;i//tf3r w ^ ft^ F i.i-s?** 

-Hb : 9-7-]-- 




^m#H^CT, 3-e#fe^%(2.08g)^^^y-;K35n.l)JC^^L 
, 0t;T;fr*V>(3.26g)©*(15ml)^&5#;M}T^TU iS{ClLT3.5l§ 

^flbtg^Lfeo £TFA (10ml HcigfrU 0*C-e*(0.5ml) £#D*-. ^MlC 




H-NMR(400MH2, dg-DMSO) 8 ppm: l,62(d, 3H, J=7.2H), 2.87(s, 6H) , 3.27( 



ffi|E#2 0 0 0-3 0 



#2000-05821 7 



V 



?uutIs)V2±/* * j -;i/=i/o~ ioo/i—50/i) ict*MKU ffiSlftfe(2.01g, 99 

%, a67=E;i/77x)^ff: 0 w-i&m/^-T)VT*mmisTB&}m(i.Q2g, fife 

ffi, 92%)$r#fe 0 

1 B-NMR (400MHz, -d 6 -DMSG> a ppsr:-1.60(dr 3H W=7t2Hz)T 3. 12-3.23(«, 2H) , 
3.29(br, 4H), 3.45(t, 2H, J=5.5Hz) , 3.88(br, 4H) , 4.47(q, 1H, J=7.1Hz), 
7.55-7.58(«, 3H), 7.64-7.75(m, 6H) , 8.90(br, 1H) 
[0121] 

mmmz s 

N' - [5- > y >f ;i/-2- ^ ;i/ /< > ;i/ ) -l , 3 , 4-* =ap if ^ r ;i/-2->f -4- 

[ft9 8] 



Me Me 



^3ii#B^Tv U 5^ ? ^K- (16«g»)4D h ;i/ac (2mi-) IC80«C tert- 

^;i/T;i/=i-;i/ (5im g )<D h /Kx^/fttt* (2M$ Sri&niLfc^ mm^H 6 

(o. log), i/y; u y {SBm&ax h jV3Lymmffi*(3*i) £ o < y £ 

*#y-;i/=20:l)-e«$gU Sfft^ (78mg)£#£ 0 

*H-NMR (300MHz , CDC 1 3) 8 ppm: 2.46 (s, 3H) , 3.52 (t, 4H, J=5.0 Hz), 3.7 
3 (t, 4H, J=5.0 Hz), 4.11 (s, 2H) , 6.96 (brs, 2H) , 7.28 (d, 1H, J=7.0 Hz 
), 7.44-7.63 (m, 4H) , 7.74-7.79 (m, 3H) . 
[0122] 

mmm 2 9 

n- [t? (4-^;nft y — ;i/) ^ ^ u y] -5- [i-(2- ^ jv* u [1 , l* x. —M -4--f ;i/) 
ni^;i/]-i,3,4-^-T^Ti/-;i/2-r ^ > 



mSE# 2000-3062663 



[its 9] 



2000—058217 



// w \-T .... q_hQ_T 0 



SMe 



1 H-NMR (300MHz, CDClg) 8 ppm: 1.81(d, 3H, J=7.2Hz), 3.55(br, 8H) , 3.88(br 
, 8H), 4.46(q, 1H, J=7.2Hz), 7.06-7. 18(m, 2H) , 7.34-7.56(m, 6H) 
[0123] 

mmm3 0 

N'-{5-[i-(2->';i/^-D [l.i'-tf 7 ;i) ^M-i.SA-^TifTV- 
[fbi oo] 



1 H-NMR (300MHz, CDCI3) 6 ppm: 1.80(d, 3H, J=7.2Hz), 2.99(s, 6H) , 3.38-3 
.48(m, 4H), 3. 77-3. 84 (m, 4H) , 4.47(q, 1H, J=7.2Hz), 7.08-7.19(m, 2H) , 7. 
33-7.56 (m, 6H) 
[0124] 

HliM-3-1 . 

N'-{5-[i-(2-:7;i/>rn [i,v *-M-4-^ ( jv) ai^;b]-i,3,4-^r^ry- 
( ;W-N-[2-(4- ; t;i/7iNU-;i/) :n^;b]-4-^;b* y >#;v^3f w KT^ 

K 

[fbioi] 

##0U1 9T*#e>4x£ttiMgjh4-(2-7^ ^x^;b)^e;i//iN'j >fre>. 3 
9 £m&te&mz& y S&4&£#fc 0 



2000-306266c 



#2000 — 058 2^7 

1 H-NMR(300MHz, CDC 1 3) 8 ppm: 1.78(d, 3H, J=7.2Hz), 2.41-2.48(m, 4H) , 2 
-54(t, 2H, J=6.3Hz), 3.30(brq, 2H, J=6.3Hz), 3.33-3. 40 (m, 4H) , 3.63-3.76 
(m, 8H), 4.46(q, 1H, J=7.2Hz), 7.08-7.20(m, 2H) , 7. 35-7. 54 (m, 6H) , 8.74( 

— > -in/ 

[0125] 

mmm3 2 

N-{5-[i-(2-^;i/^-n [i,i'-^^x~;i/]-4->r;i/) -1,3, 4-5" YVyV- 

[ft 1 0 2 ] 




8T'#e,tifcft-^%hi,3-^T^ y ^a/\°>^^, HS£M4 4£im*i 

^-NMR (300MHz, CDClg) 5 ' ppm:- 1.76(rt**3H$ ;J=7,2Hz,>, 1.95(*^1H) , 3.37-3 
.44(m, 4H), 4.39(q, 1H, J=7.2Hz), 7.08-7.18(.m^2Hl, 7.32-7.55(m, 6H) 

[0126] 
Hi&#j3 3 

N-(i,3-^*^;i/-2— f ^ 2/^u^»-N-{5-[i-(2-7;i/^-n [l.r-tf^^ 

r.;i/]-4-yl) if M -1 ,3,4-f 7 i/"7 ^->H/2->f ;H 7 ^ > 
[ft 1 0 3 ] 




4 4 4iH#ftji^lCJ: *J g»«f:ff%. 

1 H-NMR (300MHz, CDC 1 3) 8 ppm: 1.77(d, 3HV J=7.2Hz), 2.83<.s,> 6H) , 3.46(s 
, 4H), 4.45(q, 1H, J=7.2Hz), 7. 10-7.21 (m, 2H) , 7. 32-7. 57 (m, 6H) 
[0127] 

mmw3 4 

5-[i-(2-^;p^-n [i,i'-tf^3in;i/]-4->r;i/) x^;H-N-(2— r ^ V P-V 



8 5 



ffilEff 2000-3062663 



^pF2 000 — 058217 



7 : >)-l,3,4-5 : -T^T!/-;i/2-T^ > 
[ftl04] 




*H-NMR (300MHz , CDClg) 8 ppm: 1.77(d, 3H, J=7.2Hz), 3.69(br, 4H) , 4.43( 
q, 1H, J=7.2Bz), 7.08-7.18(m, 2H) , 7.32-7.55(m, 6H) 
[0128] 

mmm3 5 

2-({5-[i-(2-7;i/^-n [i,i'-tf 7oi^;i/]-4-^;i/) if ;i/]-i,3,4-f 7^'7i/- 
;i/2-^f ;M -f ^ y )^\^-b-t: Kn-5-try * >/V -;b 
[ft l 0 5] 

«4 4 tmm^mmz^iju^^mr^ 

*H-NMR (300MHz , d g -DMS0) 8 ppm: 1.63(d, 3H, J=7.2Hz) , 3.07-3. 17(m, 2H) , 
3. 28-3. 37 (m, 2H) , 3.94(m, 1H) , 4.46(q, 1H, J=7.2Hz), 5.18(d, 1H, J=3.5H 
z), 7. 18-7.26 (m, 2H) , 7.35-7.55(m, 6H) , 8.06(br, 2H) 
r - [0128] _ 

mmms e 

N' - {5- [l-(2-^ u [l,l' -1^-7 -4— ( ;v) -l ,3,4-?- y V Y^J- 
[ftl0 6] 




60%-7km<k?- h V ^A(0.54g)<DTHF(10ml)MMC 7 T^Jt-ffc^ 

(2g)©THF(50nl)^?g$:0r-Cirax.feo 15^«, ^ U >(0.98ml) fclm*. 



8 6 



fflH4# 2000-3062663 



#2 0 0 0-0 5 8 2 A 7 



g&,&: 199 - 202TC 

1 H-NMR (300MHz, CDClg) 5 ppm: 1.79(d, 3H, J=7.2Hz), 3.78-3.89(ra, 8H) , 4 
.51 (q, 1H, J=7.2Hz), 7.04-7. 16 (m, 2H) , 7.33-7.53(m, 6H) 

IR(KBr) [cm -1 ] : 3440, 3215, 3096, 2856, 1652, 1620, 1540, 1471, 1120, 6 

98 

7X>Mft%r(%) : SUMt: C, 51.31; H, 5.17; N, 15.63; Cl, 7.91, HiRJH: C, 
56.30; H, 5.21; N, 15.72; Cl, 8.11 
[0130] 

mmms i 

N' - {5- [l-(3-^> \fj *7i'^)lf»H ,3,4-3=- T ^T^-M^ /!/} 

Ut i o 7 ] 





w * 0 "V 

60%-7K^b^- h U ^A(0.54g)©THF(20«l)H»*K:, 2 2 -e»fcflS<£4& 

(2g)<DTHF(15ml)^m$:0TC-r^IX.fco 30^, i/7 J U >(0. 99ml) £#0*. 

58 U ffige&^(2.0g)$:#feo IPA^&SUfft&fxvv Bft&*&Cl.5gX&#fc. 

X H-NMR (300MHz, CDClg) 8 ppm: 1.78(d, 3H, J=7.2Hz) , 3.47-3.55(m, 4H) , 3 
.70-3.78(m, 4H) , 4.47(q, 1H, J=7.2Hz), 7. 39-7 .69 (m v 6©;, 7.76-7. 82(m, 3H 
) 

[0131] 
HJ605 3 8 

H-Z/7 J -N' - {3- [l-(2-y U [1,1' "7^— -4— f ;V) -1 ,2,4-^T 



£BSE# 2000-3062663 



• 



2000-058217 



Iftl0 8] 



HN-CN 

##M2 5t*#f>tlfcft^t( (2.0g) &THF (lOmL) tC?§;frU 
-^hU^A (536mg, 60% in oil) i^t#^5 6T'#fcM (2.4 

x-mmis. m&m<£<D&$>m a.87g> 

^H-NMR (300MHz , CDClg) 8 ppm: 1.71(d, 3B, J=7.1Hz), 3.68-3.78(m, 8H) , 6.1 
l(q, 1H, J=7.1Hz), 6.64(br, 1H) , 7.11-7.24(n, 2H) , 7.32-7.53(m, 6H) 
[0132] 

mmmz 9 

N'-{3-[l-(2-^;i'>«-D [l,l'-tT7ain;H-4-^;i/)X^-;i/]-l,2,4-^T^Ty- 

;i/5->f ;i/}-N-[(4- ; e;b^y x;i/)*^;i/]-4-=E;i/*y y-ft)\>i£*ri/4 ^ FT^ K 

Ut 1 0 9 ] 



##M2 7T'#e>nfe'fb-a-^ (2.35g) *mt*?-\sy (25mL) ic?§a>u ^ 

;V7U;i/£xA3ff l/- #T^JEW£cU fcHtfl^fc;*^ Vy (25mL) IC^*> 
U 1ST^'J;*M7^> (5.77g) *M7L, 13B#|Sfr£ilif £ 0 £ 

(*nn*;i/A/*# y -;i/=99/i-33/i) x-iitx, a*&S#©Sfft$j (i.70g 

1 H-NMR (300MHz, CDClg) 8 ppm: 1.72(d, 3H, J=7.1Hz), 3.54-3.76(m, 16H) , 4. 
33(q, 1H, J=7.0Hz), 4.69(br, 2B) , 7.13-7.51(m, 8B) 



mfE# 2000-3062663 



#2000—058 




[0133] 



mmm* o 



N* - {3- [l-(2- 7 )V* U [1 , 1' -kf -7 jl —M -4— f -1 ,2 ,4- 



lit 1 1 o ] 




SMe 




##M2 7T#e>tifc^#t^^^;i/T^>^e>. m«3 9 £im«t&i£^ 

"^H-NMR (300MHz , CDClg) 5 ppm: 1.74(d, 3H, J=7.1Hz), 2.80(s, 6H) , 3.21-3.2 
5(n, 4H), 3.65-3.68(m, 4H) , 4.31 (q, 1H, 7.1Hz), 7.16-7.22(m, 2H) , 7.31-7 
.47 (m, 4H), 7.51-7.54(n, 2H) 
[0134] 

mmm4 1 

{3- [l-(5- { imA-^JP^ U * ^ V Z>] T% J } -1,2, 4-^^ V Y )/-)VZ->( A/ 

7x. ( ? in * $ J y 
[ft 1 1 1 ] 



^H-NMR (300MHz , CDClg) 8 ppm: 1.75(d, 3H 7.1Hz), 3. 18-3. 20(m, 8H) , 3.60 
-3.63(m, 8H), 4.36(q, 1H, J=7.1Hz), 7.37-7.63(m, 6H) , 7.78-7.86(m, 3H) 
[0135] 

mmm4 2 

N' - {3- [1- (3-^ >!/>f/b7ii;i/)lf;i/] -1,2,4-?- 7 V 7 M -N,N- 

y^^;i/-4-^;i/*u yjjjvtfiris-f ft^ F 




IHU.^ 2000-3062662 



2 0 0 0 — 



0 5 8 2 17 



Utl 1 2] 




Me 



##M3 1 T*#e>tl^^fk^ (2.71g) *i&fc*^Uy (12mL) K?£frU 0*C 
Tfl6ft^7!J^ (1.44mL) £#Hx., ^T*30^K*>^^fe. ?§g££i®i!l0>l£ 
fl^/l/^UJl/fex/taK l/-#-eMJE®£U £££ £?ftfi&ft* ^ l/> (12mL) lc 
tgj^U ^MT'40%^>^;i/T^>7K^?g (7.52mL) £#Dx.. lBf fS^£M-i?fc = 

^ (»Hx^;V) T'i^lT, ifey^;!/??^^!^ (2.02g)£#fc o 
lM-J&^/x-^^T'fltSbT, MfeH#tf>Bl$^ (1.80g) &#fc 0 

1 H-NMR (300MHz, dg-DMSO) 8 ppm: 1.66(d, 3H, J=7.1Hz), 2.90(s, 6H) , 3.34 
-3.36(m, 4H), 3.62-3.63(m, 4H) , 4.46(q, 1H, J=7.0Hz), 7.48-7.71 (m, 9H) 
[0136] 

mmm* 3 

N* - {3- [1- (3-^ >y-<;i/7xn;i/)if;i/]-l,2, 4-^- 7 V7\J— ;i/5->f M -N-* 

[fbi i 3] 



1 H-NMR (300MHz, dg-DMSO) 6 ppm: 1.62(d, 3H, J=7.0Hz), 2.78(d, 3H, J=4.4 

Hz), 3.38-3.40(m, 4H) , 3.57-3.59(m, 4H) , 4.41 (q, 1H, J=7.1Hz), 7.49-7.72 
(m, 9H), 9.01(br, 1H) 
[0137] 

mmm± 4 

(3- {l-[5-(2— f ^ *VU i?-'Jf>7^ ;)-1.2,4-f7^7y-;i/3->fM X^- 

M7i-;v)(7x-;U)^^;> 




9 0 



ajSE# 2000-3062663 



#2000 — 058 2 A 7 



Utl 14] 




-eai^l/>^T^> (0.65mL) SrjflD^ 2«rM*vg»-tffc. 

Vh^77>f t*LT, *KfeH#<Z>fflBI»*& (1.32g) 

. 4N-m^/^^-^^>^T'«lSbT. Mfe7=E;i/7 7Xt©iW (1.47g 

) £#fco 

1 H-NMR (300MHz, d g -DMS0) 5 ppo: 1.67(d, 3H, J=7.3Hz) , 3.72(s, 4H) , 4.49 
(q, 1H, J=7.1Hz), 7.47-7.74(m, 9H) , 8.98(br, 2H) 

[0138] 
mMM4 5 

[3-(l-{5-[(5-H Fn^fh^bi KD-2(lH)-tf U ^ S?iUr»7 5 -1,2,4 
-^TS?r!/-/b3— f /b} 7 m :=.;!,] (*7i£i;i/)>*#>> > 

[ffcl 1 5] 




Me 

SMe 



##$!3 0T*#e>tlfe-fb^hl,3-^T^ 7-2-b: KOdri/^a/A°>^e>, H 

*H-NMR (300MHz , dg-DMSO) 8 ppm: 1.66(d, 3H, J=7.1Hz), 3.29-3.90(m, 4H) , 
4.12(br, 1H), 4.53(q, 1H, J=7.0Hz), 7.48-7.73(m, 9H) , 9.10(br, 2H) 
[0139] 

7i-;K3-(i-[5-(fb7t Kn-2(iH)-bTU ^ iy—V^yrs. j )-i,2,4-^y 



9 1 mil# 2000-306266S 



4 



2 0 0 0 — 0 5 8 2 1 7 



[ft 1 1 6 ] 

*H-NMR (300MHz , d g -DMS0) 5 ppm: 1.65(d, 3H, J=7.0Hz), 1.87(br, 2H) , 3.3 
9(br, 4H), 4.52(q, 1H, J=7.1Hz), 7.47-7.74(m, 9H) , 9.17(br, 2H) 
[0140] 

mmw4 7 

[3-(l- {5-[(l-(2-tl Ko^ri/if;i/)fh7t: KD-2(lH)-tTU ^ Zs-V7y)T 
[ft 1 1 7 ] 

Q-PV-^ — O-PV-S ho 

$#«3 OT*#e5*ifcft-£4£f£2-t: Fn^ri/ni^;i/T^ y^nif;i/T^ >^?> 

^H-NMR (300MHz , dg-DMSO) 5 ppm: 1.64(d, 3H, J=7.1Hz), 1.92(br, 2H) , 3.3 
8-3.72(m, 8H), 4.49 (q, 1H, J=7.1Hz), 7.48-7.74(m, 9H) , 9.68(br, 1H) 
[0141] 

~- - mmm 4-8- 

N' - {3- [l-(2-7JlstU [1,1' -4->f Jl)3L^M -lH-t°^ !/-;i/-5— f 
[ft 1 1 8 ] 




jK/%: 175 - 176-C 

1 H-NMR (300MHz, CDC 1 3) 8 ppm: 1.69(d, 3H, J=7.3Hz), 3.69-3,81 (8H, m) , 4 
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.23(q, 1H, J=7.3Hz), 5.78(s, 1H) , 5.73(br-s, 1H) , 7.06-7.17(m, 2H) , 7.32 
-7.54 (m, 6H) 

IR(KBr) [cm -1 ] :3306, 3067 , 2857, 1653, 1602, 1546, 1483, 1443, 1415, 13 



[0142] 
9 

N' - {3- [i-(2-7;wn [1,1' -tr y oc— M -4->f ;v)^M -1-* ^;u-iH-if ^ \t 

Iftll9] 



gfcj&: 175 - 179XD 

1 H-NMR (300MHz, d g -DMS0) 8 ppm: 1.56(d, 3H, J=7.2Hz), 3. 53-3. 60 (m, 4H) , 
3.63(s, 3H), 3.64-3.72(m, 4H), 4.14(q, 1H, J=7.2Hz) , 6.13(s, 1H) , 7.18- 
7.25(m, 2H), 7 . 34-7 . 53 (m , 6H) , 8.00(br-s, 2H) , 9.98(br-s, 1H) 

IR(KBr) [cm -1 ] : 3416 , 3084 , 2973, 1668, 1618, 1534, 1419, 1115 , 699 
[0143] 

mmms o 

N' - {3- [i-(3-^> !/>r ?vy ol—;v)^M -1-* ^-;i/-iH-tf ^ y-;i/-5-^r;M -4- 
Hbi2 0] 



##«3 5T*#£ft£-%£/Bv\ HifeM4 8fcl3l«fctfefeK:J:»JBtt4tJ«:#fc 



71, 1266 , 1112 ,- 1068r- 9S0T- 371% 315 ,- 830t 532, 7697^7427" 698 





H-NMR(300MHz, dg-DMSO) 3 ppm: 1.56(d, 3H, J=7.2Hz), 3. 51-3. 57 (m, 4H) , 3 
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m 



2000—058217 



.62(s, 3H), 3.64-3. 70(n, 4H) , 4.18(q, 1H, J=7.2Hz), 6.07(s, 1H) , 7.44-7. 
74(m, 9H), 7.97(br-s, 2H) , 9.86(br-s, 1H) 
[0144] 

nmms 1 

N'-{3-[i-(2-7;i/^-o [i,r -^7 M-w-i,2,4-h vr^J- 

[ftl21] 

H H 

*H-NMR (300MHz , dg-DMSO) 6 ppm: 1.66(d, 3H, J=7.2Hz), 3.50-3.70(m, 8H) , 

4.44(m, IB), 7.20-7.55(m, 8H) , 8.78(br, 2H) , 10.92(br, 1H) , 14.26(br, 1 
H) 

[0145] 

mmms 2 

n' - {3- [i-(2-y )\,ir □ [1, i' -bf -7 x -4->r ;b) -1-* ^;i/-iH-i ,2,4- 
h u 7 v / - ;i/-5->f u > A ;v#=Sr i/>f ^ FT ^ K 

[ftl22] 

- ^^H,- - 

##M4 0T'#fcft^|j (1.6g) £DMF(30ml) ^;i/*V> (3.8ml 

: * # y -;i/=20 : 1) *e*Mgu @fi*F% (o.9g) *mt=. a 

h-MR (300MHz, CDC1 3 ) 8 ppm: 1.74(d, 3H, 7.2Hz) , 3.52-3.57(m, 4H) , 3 
.56(s, 3H), 3.72-3.77 (m, 4H) , 4.15(q, 1H, J=7.2Hz), 6.53(br, 2H) , 7.00-7 
.08(m, 2H), 7.32-7.54(m, 6H) 
[0146] 
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mmm 5 3 

n' - {3- [1- (3-^ >^ji/7i =. -1-* ^;i/-ih-i ,2 ,4- hur i/-;i/-5- 



f /U 1 o o 1 
L IU J- ^ o J 





o 

^H-NMR (300MHz , CDClg) 8 ppm: 1.74(br, 3H) , 3.74(br, 11H) , 4.53(br, 1H) 
, 7.34-7.86(m, 9H) 
[0147] 

mmm 5 4 

N" - {3-[l-(3-^>i/>f 3L—J\/)^M -l-^^;i/-lH-l,2,4-h 'JT!/-;i/-5 

-4 m -N- [2- (4-^91/ Ji> u 3l^-m *f7— v y m.m& 

lit 12 4] 

Me Me 

##«a|4 7t#fcft^ (1.33g) $:rth-h'J^ (15ml) tc»j^U hV 

n^jvy^y (o.46mi) , j oi^;i/^;i/7}n u y (o.84mi) Mx.tz. a otcic^ 

mmm (o.82g) ©rtb-hu^ (5mi) mmzmr^fc. s^g^aic 
ssaiu w.um® d.4g) (iomi) izm& 

U ^MT'TFA (3ml) &iTlt 0 — SftSHBUU ^DD*M 
lib, ^i^J/'J*y;i/^D7h (^DD^M : ^ # y -;U=20 : 1~10 : 1) 

•eWSBU (l.l2g) lN-M*H/x-f;i/MtMb> 

Bttft (1.13g) £#fc 0 

^H-NMR (300MHz, dg-DMSO) 5 ppm: 1.59(d, 3H, J=7.2Hz), 3.00-4.00(m, 15H) , 

9 5 £BliE# 2000-3062663 



o 



^2 0 0 0-0 5 8 2 1 7 



4.28(brq, 1H, J=7.2Hz), 7.46-7.75 (m, 9H) 
[0148] 

mmm 5 5 

[3-(l-{5-[(5-tl KO^ri/fh^t KD-2(lH)-tf D ^ ^'Jf»7< 
^■;i/-lH-l,2,4-h U Ti/-;i/-3-^f;i/} a:^;i/)^oc^;i/] (7i-Jl/)^; > t£ 



[ftl 2 5] 




-OH 

"-N' " H HO 
Me 

^H-NMR (300MHz, CDC 1 3) 8 ppm: 1.64(d, 3H, J=7.3Hz) , 3.46-3.68(m, 4H) , 3 
.89(s, 3H), 4.16(q, 1H, J=7.3Hz), 4.36(m, 1H) , 7.34-7.50(m, 4H) , 7.54-7. 
62(m, 2H), 7. 74-7. 84 (m, 3H) 
[0149] 

mmm 5 6 

(3-{l-[l-*?-;i/-5-(^ h^t KD-2(lH)-tf y 5 i?-'Jf>75 J )-lH-l,2,4- 

h y ry-;i/-3->r;i/} xf;i/)7i^;n (7iijv)^; > 

[ftl26] 





*H-NMR(300MHz, CDC 1 3) 8 ppm: 1.65(d, 3H, J=7.2Hz) , 2.02(m, 2H) , 3.44-3 
.60(m, 4H), 3.94(s, 3H) , 4.16(q, 1H, J=7.2Hz), 7.38(t, 1H, J=7.6Hz), 7.4 
3-7.62(m, 5H), 7 . 74-7 . 87 (m , 3H) , 9.19(br, 1H) , 9.77 (br, 1H) 
[0150] 

mmm 5 7 

[3-(l-{5-[((2E)-l-(2-t Kn^i/3i^;b)^ h^t Kn-2(lH)-tf U ^ ^-'Jf 

9 6 ffiffi#20 00-3062663 



1 



#2 000 — 058 2^7 

y)7^ y]-i-*^;i/-iH-i,2,4-h V 7^-)vs-4 M^;v)y (7x- 

[ftl27] 

fi— ^ Me >5— a, Me ^—CiH.. 

*H-NMR (300MHz , CDC 1 3) 8 ppm: 1.63(d, 3H, J=7.2Hz), 2.07(m, 2H) , 3.45-3 

.55(m, 4H), 3.68-3.80(m, 7H) , 3. 83-3. 90 (m, 4B) , 4.23(q, 1H, J=7.2Hz), 7. 

32-7. 58(a, 6H) , 7.70-7.80(m, 3H) , 9.31 (br, 1H) 
[0151] 

mmms 8 

n' - {3- [i-(3-^> i/>r ;i/7i-;i/) :n^;i/] -1-* ^;i/-ih-i ,2 ,4- n y y 

-f -N- [2-(V* f-^y $ y ) x^;i/] -4-^e u >7b;v^#^-f ^ FT ^ K ^ 

[ft 1 2 8 ] 

M© " Me 

##M4 9 -e#fc^fb-ir^i:2-^^^;i/T^ ;iW5>*e>, HifeM4 zn 

1 H-NMR (300MHz, CDClg) 8 ppm: 1.75(d, 3H, J=7.3Hz), 2.95(brs, 6H) , 3.20 

-3.60(m, 13H), 3.72-3. 94(m, 2H) , 4.27(q, 1H, J=7.3Hz) , 7.43-7.65 (m, 5H) , 
7.73-7.80(m, 4H) , 9.04(br, 1H) , 10.73(br, 1H) , 14.18(br, 1H) 
[0152] 

mmms 9 

2- { [ (E) - ( {3- [1- (3-K yV4)V7 3L-fr) -1-* ^ ;1/-1H-1 ,2 ,4- h 'J T y 



ft lift 2000-3062663 



• 



2 000- 



0 5 8 2 1 7 



[it 1 2 9 ] 




1 H-NMR (300MHz, CDC1 3 ) 8 ppm: 1.71(d, 3H, J=7.3Hz), 3.39-3.67(m, 11H), 
3.90-4. 12(m, 2H), 4.29(q, 1H, J=7.3Hz) , 6.21 (br, 1H) , 7.40-7.80(m, 9H) , 
8.02(br, 1H), 8.18(br, IB) 



mmme o 

[ [(E)-( {3- [l-O-'O ^JA JV7ai —JV) -1-* ^;i/-LH-l ,2,4- h V r V— 

;i/-5— f M >f ^ J ) (4-=e;i/3iN y - ;i/) * (* T ^ y ] mmtert-^jiy 

[ft 1 3 0 ] 



, 3H), 3.03-3.13(m, 4H) , 3.53-3.60(m, 4H) , 3.56(s, 3H) , 3.65(s, 2H) , 4.1 
5(q, 1H, J=7.3Hz), 7.33-7.48(m, 3H) , 7.51-7.62(m, 3H) , 7.74-7.80 (m, 2H) , 

- -7^84 (m,-l¥) 

[0154] 

mmme 1 

[ [(e)-( {3- [i-(3-^> !/>f ;i/7i x;v) x^;n -1-* ^jv-w-i ,2 ,4- h u r 

[ftl3 1] 



;lt«6 0T#fcfl:^« (1.42g) *&it*1-Uy (5ml) , TFA (5ml) K&fr 



[0153] 




1 H-NMR (300MHz, CDC1 3 ) 8 ppm: 1.42(s, 9H) , 1.67(d, 3H, J=7.3Hz) , 2.89(s 
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/f;i/^n^h (^DDtWl/A : *#y-;i^=20: 1 — 10 : 1) -effilgU @ ^ (0 

- ^ v fc> / CTTT'C-o 

1 H-NMR (300MHz, CDClg) 8 ppm: 1.75(d, 3H, J=7.3Hz), 2.58(s, 3H) , 3.42(b 
r, 4H), 3.66(s, 3H) , 3.70-3.77 (m, 4H) , 3.84(br, 2H) , 4.30(q, 1H, J=7.3Hz 
), 7.41-7.53(m, 3H) , 7 . 56-7 . 66 (m , 2H) , 7.73-7.82 (m, 4H) 
[0155] 

mmme 2 

N' - {3- [l-(3-K> V-T JVy^—Jh)^M -1-* ^;i/-lH-l ,2 ,4- bVT 
[ft 1 3 2 ] 



ST n V^^O — ~0-< ' 0-"*N^ 



Me ^ 



1 H-NMR (300MHz, CDClg) 8 ppm* 1 .77 (d, 3H, J=7.2Hz<), 2.95(s, 3H) , 3.33-3 
.40(a, 4H), 3. 62-3. 69 (m, 7H) , 4.53(q, 1H, J=7.2Hz) , 7.44-7.68(m, 5H) , 7. 
78-7.89 (m, 4H) 
[0156] 

mmm e 3 

N* - {3- [l-(3-^> y-f ;i/^^n;i/)ai^;i/]-l-^^;i/-lH-l,2,4-h 'J7 4 /- ;v-5- 
[^133] 




ho 



Me Me 

1 H-NMR (300MHz, CDC 1 3) 8 ppm: 1.73(d, 3H, J=7.2Hz), 2.69(br, 3H) , 3.54- 



&biE#2 0 0 0 



-306266c 



2 0 0 0 — 



0 5 8 2 1 7 



3.72(m, 11H), 4.38(q, 1H, J=7.2Hz), 7.40-7.52(m, 3H) , 7.55-7.66(m, 2H) , 
7.70-7.82(0, 4H) 
[0157] 

mmm 6 4 

n* - {3- [i-(3-k y y-r jv y x. -jv) x^;H -1-* ^;i/-iH-i ,2,4- h y 7 

[it 13 4] 



4.34(q, 1H, J=7.0Hz), 7 . 42-7 . 52 (m , 3H) , 7.56-7.66(m, 2B) , 7.70-7.83(n, 4 
H) 

[0158] 

mmm 6 5 

r - {5- [i-(3-^< y V <4 )V7ol —jv) 3L?-M -1-* ,2 ,4- bur ^/-;i/-3- 

-f ;i/}-4-^;i/sJ>U >*^/3K^r5/-f ^ K7^ K 
Cftl 3 5] 



1 H-NMR (300MHz, CDC 1 3) 8 ppm: 1.66(d, 3H, J=7.0Hz), 3.55(s, 3H) , 3.74-3 
.90(o, 8H), 4.21(q, 1H, J=7.0Hz), 7.30-7.78(m, 9H) , 9.28(br, 2H) 
[0159] 

mmm 6 6 

N* - {3- [l- (3-K y vf>f ;i/ 7 x - ;u] -ih-i , 2 , 4- h y 7 1/ - M -4- 




1 H-NMR (300MHz, CDClg) 8 ppm: 1.73(d, 3H, J=7.0Hz), 3.22-3.73(o, 15H) , 



_ _ \±J^*#»&±r^ 





10 0 
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[ft 1 3 6 ] 

cs-T 




o 

N — ' 



or -x— or *^-c. 

5 1 .2g> -&2-vu /a / - /K (20ml) 1C**FI,, 

V> (0.2ml) fc^EJl/sfcU (4.1g) £#0x.. 8^^bfc„ H*D»CtK 

UM;^D7b (g^^3l^;i//^^-^>=2 : l~^DD7j^;i/A : ;* # y -;i/=10 
; 1) T*¥f§gU msmm (1.3*) lN-^tt^/^i-^^^T^S 
L/, BIMJ (1.3g) £#fc„ 

*H-NMR (300MHz , dg-DMSO) 8 ppm: 1.66(d, 3H, J=7.2Hz) , 3.52-3.70(m, 8H) , 
4.49(q, 1H, J=7.2Bz), 7.49-7.75(m, 9H) , 8.74(br, 2H) 
[0160] 

mmme i 

~7 ?l (3- {1- [l-( -7 x. — yf~JV)-5-{^b 7tKQ -2 (IH)-fcT U ^ 

Vt : >T^ J )-ih-i ,2,4- h y y v*-;i/-3-^ ;H aigHfei v ;i/) ;* > 

[fbl 3 7] 




SOjPh 



5 4 T?#fcfl;-&i» £ l ,3-^ y ^ y :/n /\" > ^ & , £g%4tt I3t H^ei&ii 

1 H-NMR (300MHz, CDClg) 8 ppm: 1.61(d, 3H, J=7.2Hz), 1.89(m, 2H) , 3.31-3 
.38(m, 4H), 4.13(q, 1H, J=7.2Hz), 7.31-7.62(m, 9H) , 7.75-7.80(m, 2H) , 7. 
84 (m, 1H), 8.07-8. 12 (m, 2H) 
[0161] 

mmm 6 8 

7x-^(3-li-I5-(f h^t Kn-2(iH)-tf y ^ s^ny ^>y ^ j )-iH-i,2,4-h 

y y y-;i/-3-^r m 7i-ji/) * # y > 



101 



&IE# 2000-3062663 



2000—058217 



[ftl38] 



SOjPh H 



mfem 6 7 X*mf~ik&V9 (0.95g) £THF(10ml) , **J-)V (5ml) lC?g;frb 
. lSt4N-*iftth'j7A*M (2.5ml) $:iTtfc 0 30#^ # D 

D V h (* DntWl/A : ;* # 7 -;i/=15 : 1-5 : 1) T?^b, ffig^ (0.48g 

) znt~o m-^itT^mx^-^jvmmxmmv, nm® (o.42g) 

*H-NMR (300MHz , dg-DMSO) 5 ppm: 1.65(d, 3H, J=7.3Hz), 1.86(m, 2H) , 3.34 
-3.44(m, 4H), 4.46(q, 1H, J=7.3Hz) , 7.48-7.74(m, 9H) , 8.60(br, 2H) , 11.1 
6(br, 1H) 



^MM6 9 

N' - [3- [l-(3-/<> 1/4 )V7n 31^ )V] -l-{7 yf — ;i/)-lH-l ,2,4 

-h VTV-JV-S— ( )V] J\/-4-=EJU&V >*UH£*ri/4 5 K 
[>ffc 1 3 9 ] 



- -H-NMR (300MHz-, CDG^S-ppm: 1. 63 (d,- 3B ,_ J=7 .:3Sz) .,_ 2_.75<s_, €H>, 3.10-3 
.16(m, 4H), 3.58-3.64(m, 4H) , 4.16(q, 1H, J=7.3Hz) , 7.31-7.64(m, 9H) , 7. 
75-7. 83(m, 3H) , 8.01-8.07(m, 2H) 
[0163] 

mmmi o 

N'-{3- [l-(3-^>y>f )\,7 ol-)V)^M -1H-1,2,4- hVT -N,N 



[0162] 




10 2 
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2^^7 



[Itl4 0] 



Me 

.Me 




S02Pti ^ ^ 



1 H-NMR (300MHz, CDClg) 5 ppm: 1.80(d, 3H, J=7.2H2), 3.07(br, 6H) , 3.40- 
3.80(a, 8H), 4.69(brq, 1H, J=7.2Hz), 7.37-7.62(m, 5H) , 7.72-7.80(n, 3H) , 
7.96(m, 1H) 
[0164] 

mmmi 1 

N'-[3-[i-(3-/<>y>f;i/7x-;i/)if;i']-i-(7x-;i/^;i/7t- -ih-i ,2,4 
-h u r 1/— ;i/-5->f ;H-N-^^;i/-4-^;i/7^y >#;i^3r W ^ FT^ F 

[ft 1 4 1 ] 




S02PM 

1 H-NMR (300MHz, CDClg) 8 ppm: 1.65(d, 3H, J=7.3Hz), 2.86(d, 3H, J=5.1Hz 
), 3.40-3. 47 (m, 4H) , 3.70-3.75(m, 4H) , 4.21 (q, 1H, J=7.3Hz), 7.33-7.64(m 
, 9H), 7.75-7. 81 (m, 2H) , 7.88(m, 1H) , 8. 02-8. 07 (m, 2H) 
[0165] 

mmmi 2 

N* - {3- [l-(3-^ yV>()]s7 ai— )h) -1H-1 ,2,4- h U T S S - /l/-5-> f ;M -N- 

*^;i/-4-^;i/*ii >#;i^3f w ^ FT^ F t&^i& 

[ft 1 4 2 ] 

/— Me /r~\ Me 

o 

1 H-NMR (300MHz, CDC 1 3) 8 ppm: 1.83(d, 3H, J=7.0Hz), 3.03(br, 3H) , 3.60-3. 
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84(m, 8H), 4.60(m, 1H) , 7.38-7.90(m, 9H) , 9.40(br, 1H) 
[0166] 

mmmi 3 

N' - {5- [l-(3-^ > -J A )V7x. —)V) zl^JV] -1 ,2,4-?- 7 V 7 l/-;i/3->f JV} -N,N- 

£;*^;b-4-=e;i/*y yjjjv kt^ K 
[ft i 4 3 ] 




o 

###16 2-e#^4xfc'ft:^i:^^^;i/T^>^e>. msgflu 2 nmm&Wift 

*H-NMR (300MHz , dg-DMSO) 8 ppm: 12.41 (br ,1H) , 7.48-7.81 (m,9H) , 4.52-4.5 
9(n,lH), 3.83(brs,4H), 3.65-3.76(m,4H) , 3.11 (s,6H), 1.84(d,J=7.1Hz,3H) 
[0167] 

mmm 7 4 

n' - {5- [i-(3-^< > -j a )v y en — ;v) -1 ,2,4-? r >n/3->r ;W -n- [2 



[ftl44] 

Me , — Me 




SMe ? >-< Me ^—- N Me 



Me 



mm* 2 t^^^icj: y @i$#f£#fc 0 

*H-NMR (300MHz, d g -DMS0) 5 ppm: 12.09(br ,1H) , 7.48-7.82 (m,9H) , 4.53-4.6 
3(m,lH), 4.22(br,2H), 3.65-3.85 (m, 10H) , 3.39(br,3H), 2.92(brs,6H) , 1.85( 
d,J=7.1Hz,3H) 
[0168] 
##M1 

3-T 5 J -4- [3- (2-7 x —Jls-1 *c V 9 >-2->f ;i/)7xiM -2-«* >^ > — 



10 4 



2000-3062665 



#2 0 0 0 — 0 5 8 




lit 1 4 5 ] 




Me 




CN 



CN 



n7Th^77>ft«bT, Bft4fr(15.2g)&#fc. 

^B-NMR (300MHz, CDCl 3 )8ppm: 1.44(d, J=7.1Hz), 1.57(d, J=7.1Hz), (total 
3H, 5:1), 3.54(q, J=7.1Hz), 4.34(q, J=7.1Hz), (total 1H, 5:1), 3.99-4.1 
l(m, 5H), 4.53(br, 2H) , 7. 13-7. 52 (m, 9H) 
[0169] 

3- {l- [3- (2- y i — ;i/-i , 3- p * 3f y ^ > -2- ;b ) y ac — oq ^ ;H -5->f y ^ r 

y— ;i/T^ > 

[ftl4 6] 



##M1 T?^fc>ft:^(18.3g)lClf U ^XlOOmL)^ «Eft*lR«:40l^|ffl^fflS 
-frfcf 'J ^>£*&BEI&£L> ffl^T^ K*IStt (23.6g) dCD^rt-y^ F 

£yi? b~ h U;i/(240ml)/7K(100i»L)lC^^b. i&^-ftTKfli (9.5mL) £;>fc#T^ 

^7A^n7h^57^ - (^^•9->/^m^;i/4 : 1 — 1 : 1) 
LTBf$%(7.5g)&#fc,, 

1 H-NMR (300MHz, CDClg) 8 ppm: 1.61 (d,3H , J=7. 1Hz) ,4.05(s,4H) ,4.09(q,lH,J= 
7.1Hz),4.30(br.s,2H),5.97(s,lH),7.13-7.18(m,lH) ,7.21-7.36(m,5H) ,7.44-7.5 
3(m,3H). 

[0170] 

5?* 3- {1- [3- (2-y r.;b-l ,3-i/'t^fV7 >-2->f )V) 7 x. -M -5- 
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[ftl4 7] 





AsMo 



2 5: ffl W 8 £ H^fcJgfl^C <fc 1) @ 

*H-NMR (300MHz , CDClg) 6 ppm: 1.67(d,3H, J=7. 1Hz) ,2.56(br.s,6H) ,4.05(s,4H 
),4.23(q,lH,J=7.1Hz),6.61(s,lH),7.14-7.19(m,lfl),7.21-7.35(m,5H) ,7.47-7.5 
2(b,3H). 

[0171] 
##M4 

J* =f-)\> N-(3- {1- [3- (2-7 ac — ;U-1 ,3-i/^-^r V 5 >-2->f 7 — 3L^- M -5 

[fti 4 8] 



1 H-NMR (300MHz , CDC lg) S ppm : 1 . 65 (d , 3H , J=7 . 1Hz) , 2 . 23 (s , 3H) , 3 . 72 (br . s , 8H 
),4.04(s,4H),4.18(q,lH,J=7.1Hz),6.45(s,lH),7.15-7.35(n,6H),7.47-7.51(m,3 
H). 

[0172] 



N , N- ^ ^ ^ ;i/-N'-(3- {1- [3- (2- 7 ac n ;i/-l , 3- V * 3f V 5 >-2->f ;i/ ) 7 a: — X 
[ftl49] 



##^2T'#fcft^ (3.00g) (D&ffc*^>^(50mL)lC*;*>f>-f 5 — 

^A^n^^f K(i.5g)&iD^ in#|^if#Lfco ^na^;i/A(ioomL)^Snx.^fa 
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H-NMR (300MHz, CDClg) 8 ppm: 1 .65(d,3H, J=7. 1Hz) ,3.17(s,6H) ,4.04(s,4H) ,4 
.19(q,lH,J=7.1Hz) ,6.49(s,lH),7.14-7.35(m,6H),7.48-7.52(m,3H). 



5- [1- (2-Z7 JVJr a [1 , 1' - fcf -7 a: -M -4->f ;i/]-l,3, *WY"J- )V- 

2-y ^ > 

Utl 5 O] 



>(Zagazig J. Pharm. Sci. (1996), 5(1), 29-35) (7. 26g) 0> ^;*-3f if > (100ml) 
mmz. fiW(2.60g)<Z>5fc(35ml)^£#n*_, »V*T, 95%-^D ^ i/T >(3.45g) 

%(5.18g)£#>£ 0 

1 H-NMR (270MHz, dg^DMSO) 8 ppm: 1.59(d, 3H, J-7.2Hz) , 4.34 (q, 1H, J=7.2 
Hz), 6.92(br-s, 2H) , 7. 17-7. 25^m,- 2H0-, 7. 37-7 .55 (nv 6H*. 



5- {1- [3- (2- 7 x. — ;i/-l ^ >-2— f ;i/)7x~;i/] 31^ -1 ,3,4-^" 

if ^T^/-;i/-2-T^ > 
[ftl5 1] 



##M 2 1 T*#fcttl»432.88g*) $SS? 3f if > (500m 1.) L , «»(9.73g) 

(D^K(150ml)^$:Jllx., «V^T, 95%--^D ^ >(12.92g) £ flut, ^"£31$ 

mmw^ 7K(50mi)$:*nx., $^>tci.5^ra^^ ^bfc 0 m&vt=.m&* 




[0174] 




H-NMR(270MHz, CDC 1 3) 8 ppm: 11.67(d, 3H, J=7.2Hz), 4.03-4.08(m, 4H) , 4 
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.16(q, 1H, J=7.2Hz), 4.92(br-s, 2H) , 7. 17-7. 52(m, 9H) 
[0175] 
8 

S? * 5- {1- [3-(2-^ a: n;i/-l ,3-^*-* V 5 >-2-^f 7 en — -1 , 

C^ffc 1 5 2] 

f 





Mt#ffl^T. ##M7t?#fc-ft^(19.64g)$:DMF(58ml)lC^^b> 0TCT20 
M-*^fi^-hU (3.5ml) «:10#jWt»TU 30#«fli«U — fltffcifc 

iH(8.86g) l:iTU $ £iC30#jg^, 20M-*M^ h U # A*?£$t (3.5ml) £ 
lO^ttTtgTU ^M{CMLT30^#^, OTC-ea- F*#>(19.83g)£2ni 
X-x 4B£ISJtim SIS*** (500ml) JCftSf, iixfM'ilUU W^MSt^ 
^JEE^Lfco ^Sri/U^^;i/^^A(^^^>/^i^^=5/l~5/2) 
JCTHMRU Bl»(20.18g)£#fc., 

1 H-NMR (270MHz , CDClg) 8 ppm: 1.73(d, 3H, J=7.3Hz) , 2.60(s, 6H) , 4.05(s, 
4H), 4.30(q, 1H, J=7.3Hz), 7.22-7.39(m, 6H) , 7.48-7.53(m, 3B) 
[0176] 

> n-(5- {l- [3-(2-7x-;i/-i,3-s;t^y 9 >-2->f )b) y x. —M ^.^M -1 

-,3:,-4=*.#^-T yJ rr ;i,=2— f;i>:)-4-^ :^ ^5 V-¥j£jb : ^-& : 4j^ 

Ut 1 5 3 ] 





^#ffl^,T. ##M8T'#fe-fb^(14.26g)$:THF(280ml)lC^^b, ^E/b* 
U >(3.37g)$ri0^., £fi*C3BirH*##U ftEEffiffiU V Xtffril A (* D 
U^)V^)lZXmmL. @l$%(15.51g)$:#£ 0 

1 H-NMR (270MHz, CDC lg) 8 ppm: 1.70(d, 3H, J=7.3Hz) , 2.03(s, 3H) , 3.68-3. 
72(m, 4H), 3.77-3.81 (m, 4H) , 4.04(s, 4H) , 4.24(q, 1H, J=7.3Hz) , 7.24-7.3 
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8(m, 6H), 7.46-7.50 (m, 3H) 
[0177] 

o 

y. N-(5-{l- yi/-l ,3-y^777-2-^;i/) 7i-W If;i/j -1 

[ftl54] 



Mt#ffl^T. #%M8l?#fe>fb^(ll-25g)$:THF(250Bl)lC^^b, ^^^E 
;i/^U >(2.76g)$:inx, ^?ST12^^#^ Mibfc. ^£i/U:ft>f 
jvjj^&Uruufcjvi*/* # 7 -;i/=i/o~ ioo/i~50/i)tcT5ft§gU Bft#Ki2. 
37g, Jtfea£{fc)£#£„ 

1 H-NMR (300MHz , CDClg) 8 ppm: 1.70(d, 3H, J=7.2Hz), 2.02(s, 3H) , 2.66-2. 
70(m, 4H), 4.04*4.-t09(m^ 4H!>, 4.24(q,* 1H,~ J=7.2Hz) i 7.22*7.39(m, 6H) , 7.4 
7-7. 50 (m, 3H) 
[0178] 
ttil 1 

[fl;i5 5] 



3-^n^-4-y ^;i/^Jiv#^(10g)iC^b^^ — ;b (50ml) % DMF (0.1ml)£Jli#C 

mbti&mw.&^yny (ioo*i)SMJtJc«tcr ^ ^ — * a (7r4sX&£n&.&4U6 
(2oomi) % ^fD^* (2oo«i)T?«fe»ife, h u * A»cT«sj» u mmmrn 
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xmrnzn^. B«4&(8.8g)&»fc. 

1 E-NMR (300MHz, CDClg) 8 ppm: 2.49 (s, 3H) , 7.35 (d, 1H, J=10.5 Hz), 7.5 
0 (dd, 1H, J=11.0 Hz), 7.51 (d, 1H, J=10.5 Hz), 7.58-7.66 (m, 2H) , 7.76- 
7.80 (m, 2H), 7.98 (s, 1H, J=2.0 Hz). 
[0179] 

mmm 1 2 

lit 1 5 6 ] 

OyOC — - O^OC 

#%Mi i ^#iMfc-£#K5.0g)£N-*^;i/-2-h?n y S/V Xiomi) tcigfru ^ 

^T->T>-ftm (I) (2.0g)£#Hx., 180"CTlC4Bf ^Sbfe. ^T&lCi££P#. 

fcfemzm^uyvT^z/ykmm. (2oommc&w\ wm^^-jv aoommcT3 

mtiMiZft ofc„ (200ml), ggfD:&i&7fc (200ml) T'Sfeif^L 

mm^frz^irvzs^i^izTmmzft^ gMK3.4g)£#£„ 

*H-NMR (400MHz , CDC lg) 5 ppm: 2.66 (s, 3H) , 7.47 (d, 1H, J=8.0 Hz), 7.52 
(dd, 2H, J=7.5 Hz), 7.64 (dd, 1H, J=7.5 Hz), 7.77 (d, 2H, J=7.0 Hz), 7. 
95 (d, 1H, J=2.0, 8.0 Hz), 8.03 (s, 1H, J=2.0 Hz). 

™ [01801- - — - 

##09 1 3 

5-^a ^-2-*^-)\,&Mmm. 

[ft 1 5 7 ] 




Mil 2t#t^i(1.4g)^X^;-;i/ (20ml)?t;frU HEM "T? 4N-NaOH7K 
mm (5«1) fejDiL, 3H»ii^lfc„ SfilC^ft, (lOOml^C 

(lOOmOlcTttffi&ffofc- »e>4xfc^««S:fiB?DAia7K (10 
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^>X7U^Hfe. #e>*ifc«a£©75X«6Bft*»« (50ml)jc*?frF, Iffitt 
(1.7g)**?R (10ml)£*J>o< *J tlTbfc 30#^MJ&?££:^SICM 
U 6f$!SliK£L,fc* ££3K&*M&-(200iii}iC&v*, ;-7DDtxFA (lOOml)JCT 
SlttSUfc. #e>tifc^»«»C, 5«lf* (50«l)&iDjL, *J»«:#rffiU£. *Ji 
lC*OD*;i/Z* (100ml) £#Ux.fc^, 10%ife^7K^?glCT^ttC U *$UB&2 

It @l$^(1.3g)£#£ 0 
^H-NMR (400MHz , CDClg) 8 ppm: 2.75 (s, 3H) , 7.43 (d, 1H, J=8.0 Hz), 7.51 
(dd, 2H, J=7.5 Hz), 7.62 (dd, 1H, J=7.0 Hz), 7.80 (d, 2H, J=7.0 Hz), 7. 
94 (d, 1H, J=2.0, 8.0 Hz), 8.49 (s, 1H, J=2.0 Hz). 
[0181] 

mmm 1 4 

(5-^> y << jv^2-* )v ~? i — ;i/ ) w?wm 

Ut 1 5 8 ] 



Mf5t#H5CT. IST'tf 1 3 t#fcft^tl(3.0g)©Sffc^f (30 
■l)K:***UMnyK (3.3ml) £#n>l, 12«rRI«^Lfe. RJ&?g£$c£bma§ 
Lfc^ h;b:n>£^£:2IItfT ofco 2-(2-X h^r>>)aih^e/ai^ (40ml) 

, ^x^;voi-^;i/ (80ml), VT^;vF(i3g)<Dm>i*mmizmu-£ykmfc*iV V 

A (4.2g)7K^?K (14ml) < *J $ ;* # y Sr^iSt 

f^fcMOf h7KKn75> (25ml), ^X^l/X-^ (25ml) 

, iffililfco ii^T, >J >)i (5.3g'):7K^fc(50ml)lCl^ 

ffc& (2.9g)£#DX.fc^ 65°CTlC;&0iSU *r(C»e>*lfc«a<Z>l,4-s;;r3f"* 
> (25ml)?g$t£$iTl/£ 0 2 B£Rlfc, (50ml) ? o n (50ml 

)ICTS11, ZWlZfr (100ml)lCfe^^nn^;i/A (100ml)lCT»ffi Lfc„ # 
e>nfe^*JSS:fia3FPA«[* (100«l) T?«fei*«L «H*-M* U fAt'lgiL, 
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HBUfc. #e>*ifc£g^fc?na*;i/A (loomi), sjfefclftft;-*- h U tf-MOSradoo 
mi)$:inx-7KM$:ttmbfco #^n£7KJiic? n n*;i/A (ioooi)£;&nx.fc#. 1 
om$E7fc?§$ilcT7KJg£$H4lcU ^»S&2IS#imLfc. #e>n£*$Ug££l 
fn^&TK (100ml) JCTgfc^, am-t-M' ?A-effi«U ^JEEa^SLT BftMfeK 
2.9g)£#fc 0 

*H-NMR (400MHz , CDClg) 5 ppm: 2.41 (s, 3H) , 3.75 (s, 2H) , 7.38 (d, 1H, J 
=8.0 Hz), 7.49 (dd, 2H, J=8.0 Hz), 7.58 (dd, 1H, J=8.0 Hz), 7.64 (d, 1H, 
J=1.5, 8.0 Hz), 7.70 (s, 1H, J=1.5 Hz), 7.78 (d, 2H, J=1.5, 8.0 Hz). 
[0182] 
5 

2-(5-/<>!;^;i/-2-^5 1 ;i/7i-;i/) 7tht F^^ F 

lit 1 5 9 ] 



Me 




##M1 4Xmt^it^(1.0e)^m.it^^iy> (20ml)lC^^b> m.m.T**3r 

H^CT. *?^T*e*fl:(5-'<>v^-f /i/-2-^^;i/7ai-;i/)T-fe^;i/©^ r-^t: F 

Uymffi. (20ffll)$:tl F^^>— XKfa^J (3.8ml) tf)-T- t Kn75> (20ml)?§ 
l^o<»Ji:ITbfe. 30^, BLfcmZfc (SOmViZ&Vmm^K (50m 

-;i/=20:l)lCT»^b, B&4&K0.60g)£#£ o 

1 H-NMR (400MHz, CDClg) 8 ppm: 2.40 (s, 3H) , 3.66 (s, 2H) , 3.88 (brs, 2H) 
, 6.63 (brs, 1H) , 7.32 (d, 1H, J=8.0 Hz), 7.49 (dd, 2H, J=8.0 Hz), 7.60 
(dd, 1H, J=1.5, 8.0 Hz), 7.64 (d, IB, J=1.5, 8.0 Hz), 7.68 (s, 1H, J=1.5 
Hz), 7.78 (d, 2H, J=1.5, 8.0 Hz). 
[0183] 
##M1 6 
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* J > 

[ftl 6 0] 



###J1 5T#fc-fl:^(0.60g)$:^^-^ri?-> (20ml) tcigfr U ^.1?^7K^ 
th'J^ (0.21g)?K?§$[ (4ml). ^n^i/T^ (0.26g)£flf|#Cj!niX.. 3B#&aJt 

wvr=. a Rfom*m%imw7k aoominc&tt, mm.^^ (ioomi)T^mbfco 

:l)lCT»^b. Bl$^(0.61g)£#fc„ 

1 H-NMR (400MHz, CDClg) 8 ppm: 2.46 (s, 3H) , 4.10 (s, 2H) , 4.95 (brs, 2H) 
, 7.30 (d, 1H, J=8.0 Hz), 7.48 (dd, 2H, J=8.0 Hz), 7.57-7.64 (m, 2H) , 7. 
74 (s, 1H, J=1.5 Hz), 7.78 *(d, 2H, J=l,5, 8.0 HztX 

[0184] 
###Jl 7 

5- [l- ft* u [l , l' - tf ? oi ri -4-> r ;i/) -l , 3 , 4-^ T 5? TV- ;i/2- 

Ut 1 6 1 ] 



:7;wnf 7 x > do. Og) £ 3ri?-> (ioomi)icit;fr ^^-fe ^ Xjias? 

F(3.73g)$:in^. dOWSOftMmMWLfro S/&{t V >(3.75ml) *m$\%k. 

o 

1 H-NMR (300MHz, CDC 1 3) 8 ppm: 1.78(d, 3H, J=7.3Hz), 4.44(q, 1H, J=7.3Hz) 
, 5.16(br-s, 2H), 7.08-7. 19(m, 2H) , 7.33-7.56(m, 6H) 
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[0185] 
8 

V*3-fr 5-[i-(2-^;i/^-n [i,i'-tT7 3i^;i/]-4->r;i/) x^;H-i,3,4-^r^ 

[ftl 6 2] 




o 

*B-NMR(300MBz, CDCI3) 8 ppm: 1.84(d, 3H, J=7.2H2) , 2.59(s, 6H) , 4.56(q, 
IB, J=7.2Hz), 7.11-7.22(m, 2B) , 7.32-7.56(m, 6B) 
[0186] 

m^mi 9 

N-{5-[i-(2-7;i/^n [i,i'-tf 7i-M-4-> f oc^-;i/]-i,3,4-^T^ 
1 6 3 ] 

o 

1 H-NMRX300MHz, CDCI3) 8 PP_m: JLMjCd^-SH* .J=7.2Bz) , 2,24(s, 3H)-,- 3.70^3. 
85(m, 8B), 4.52(q, IB, J=7.2Bz), 7.10-7.22(m, 2B) , 7.32-7.56(m, 6B) 

[0187] 
##M 2 0 

2-[3-(2-7i-;i/-l,3-^t^rV7>-2->f;i/)7x->ll/]7'DA , >i^f^ 
[ it 1 6 4 ] 

^^ga*©7?^(#^Bg63-152368) £ H3*£tC bt, h7"n7x>J:y Bft« 
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ft' 



*H-NMR (300MHz , CDClg) 8 ppm: 1.48(d, 3H, J=7.1Hz), 3.63(s, 3H) , 3.71 (q, 
1H, J=7.1Hz), 4.05-4.07(m, 4H) , 7.23-7.52(m, 9H) 



rni qq1__ 



###J2 1 

2- [3-(2-7 x^;i/-l t y 5 >-2->f 7 i zfurtj \L K9S?> 
lit 1 6 5 ] 




##M2 o-e#fe'fl:^#f(io.og)icji^ 7-;Kiomi), n F9S?> - — ?M»( 

;i/AT'IAmLfe„ Mffi^U @lft^(9.8g)$:#£ 0 

1 H-NMR (300MHz, CDC1 3 ) 8 ppm* 1.52(d, 3H, J=7.2Hz) , 3.52(q, 1H, J=7.2Hz) 
, 3.80(br-s, 2H), 4.01-4.11 (■, 4H) , 6.55(br-s, 1H) , 7. 19-7.54(m, 9H) 

[0189] 
###|2 2 

{3-[i-(5-y ^ y-i,3,4-^-rs;T^/-;i/2--r;v)3i^;i/] 7i^;H (7i-;i/)i 
# y > 

[ft 1 6 6 ] 



Me 





##^2 i -e#fe^^j(i2.4g)©^PD^;i/A(ioomi)^?Kc ifiT>fyf 

^&£^$K50ml)lc?§2)vU ^-C30^#^, 70XT4B#ffgjg#*k£ o Rfc 
(4.2g)£^£„ 

1 H-NMR (300MHz, CDClg) 8 ppm: 1.78(d, 3H, J=7.2Hz) , 4.48(q, 1H, J=7.2Hz) 
, 5.05(br-s, 2H), 7.41-7.82(m, 9H) 
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[0190] 

##$J2 3 

2-(2-z7ji*u [i,i' xX;i/]-4->f fr)zfUA>T $ K 
[ft 1 6 7 ] 




•7;i/;i/hf^D-7ai>(30.0g), Wl/X > (300ml), ig>ffc^^--;i/(9.4ml) % fcj; 

;ux> aoomi )£flnxJi^&Lfco «ffi«ttu 2§i£ich;i/x>(300mi)£aiix.. R 
^s:^$:2o^caT^c«^^^e>r> ; Exr^$:^^^c^^i^^o 3mm&. 

(28.6g)£#fc 0 

*H-NMR (300MHz , CDClg) 8 ppm: 1.56(d, 3B, J=7.2Hz), 3.64(q, 1H, J=7.2Hz) 
, 5.42(br-s, 1H) , 5.58(br-s, 1H) , 7.11-7. 19(m, 2H) , 7.34-7.56(m, 6H) 

[0191] 
##H2 4 

N'-?nD-2-(2-7;i/tD [i,i*-tT7aix;i/]-4->r ;i/)^p^>>r ^ 5 K 

[-fb 1 6 8 ] 




2 3 TWfcft^rW (20 . pg) \zv * ^ /u^M (8. loojc -e6^p_ 

o ^££;* # J -;i/(200ml) lC?gfrU ^bT> i E-^A(4.4g)$:inx., 3.5B£IS 

MSfebfco TKlOOmK WKx^/i/lOOmifcfln*., ffiffib^o 

7KMlc^x^;i/x-^;Kl00ml)S:Jnx.2M^^ Lfc^gL ortc#£PU 7£lE&lSi 

mmmmis. Bi$^(7.0g)£#fc o 

*H-NMR (300MHz, CDClg) 8 ppm: 1.59(d, 3H, J=7.2Hz) , 3.87(q, 1H, J=7.2Hz) 
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, 5.10(br-s, 2H), 7. 09-7. 20 (m, 2H) , 7.35-7.59(m, 6H) 

[0192] 
#%M 2 5 

s- [i- (2-7 jvit-u [i 5 i'- 7 sc —M-4-4 jvi^m -l ,2 ,4-^ yvy^J- ;i/5- 

[ftl69] 




##M2 4T*#£ft^(7.og)(z>* # y -;Ki40mi)^ic, oTc-e. -^*s/y 

>»^y ^A(3.7g)$:inx., 3o#jt#bfc^> ^sicmu 3Bmm&isfe 0 m 

8SU S«f^(6.9g)$:#fc 0 

^H-NMR (300MHz, CDCI3) 6 ppm: 1.70(d, 3H, J=7.2Hz) , 4.26(q, 1H, J=7.2Hz) 
, 5.50(br-s, 2H), 7.09-7. 18 (m, 2H) , 7 . 31-7 . 55 (n 6H)" 

[0193] 
#%M2 6 

Z-[l-(2-7)\,*U [l,l'-t^^3i~A]-4->f ac^;i/] -1,2, 4-^- T^T 
Hfcl 7 0] 




##M2 STfttfe-ft^* (2.70g) £DMF (9mL) &C?£frU OTC *e20M*fiftfl:^- 

hu^^M (o.54mL) o-cx^o^-m^^m^t^ r.mtm.m d 

.08mL) $ e>JC0TCT?30^ISI^Sa&€fc.- 20M*BWfc-^> 'J 

(0.54mL) feUtJtftlA., 01C-e30^|Bfft^«1?*:|fcr 3?ft*^;i> (1.12mL) £ 
ITU, ^T*££>tC2B#fl3;fr^iffe 0 fijS»^*S:iei^iA*2K*K:»W, 

$^^'J^MD7l>^77^ ('\3r'*>/»BftX^;i/=9/l-4/l) T«lt 

, ®.n&fa-fc<D%wm (2.6U) &^fc D 
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• 



2 0 0 0 — 



0 5 8 2 1 7 



*H-NMR(300MHz, CDC1 3 ) 8 ppm: 1.78(d, 3H, J=7.1Hz), 2.64(s, 6H) , 4.47(q, 1 



B, J=7.20Hz), 6.91-7.23(m, 2H) , 7.31-7.45(m, 4H) , 7.49-7.54(m, 2H) 

[0194] 
##M 2 7 

N-{3-[i-(2-^;i/^n [l.i'-if^^— ;i/]-4— f ^)iffl/]-i,2 f 4-f 7S? 

r !/-;i/5->r^/} -4-^^11 >^;i/7K>r ^ k^^-x- h 

[ft 1 7 1 ] 



##{»|2 6WcM (2.61g) £:n#7-;i/ (6.5mL) {C^^b. MT?^ 
(1.13mL) lHSMS3«#bfc. fiJS«#««:ftlftAt&*«f»K:»W 

Tf8»LT, ft&tttt<Z>Bft<fe (2.35g) 

1 H-NMR (300MHz, CDC lg) 8 ppm: 1.77(d, 3H, J=7.1Hz), 2.25(s, 3H) , 3.72-3. 
75(m, 4H), 3.87-3.90(m, 4H) , 4.40(q, 1H, J=7.2Hz) , 7.15-7.23(m, 2H) , 7.3 

1- 7.45(m, 4H), 7.51-7.53(m, 2H) 

[0195] 
###12 8 

2- (3-'<> !/>f )V7 3L — )\,)zfUrt>T$ K 
[ft 1 7 2 ] 



h"/D7 3i>(50.0g)iC. h;i/X> (500ml i^ft^^-x;i/ (15ml) , DMF(1 

tlfc^^e>25.5g$:i: h;i/X>(250ml){C?§fr bfc„ ii&tT^^-?^ 
fc^gii*, &J&»T«, zK&itia., SiifH'iHllfe. >t«i«£:7KSfc, 
^ffigil, (22. 5g) 

^H-NMR (300MHz, CDC lg) 8 ppm: 1.56(d, 3H, J=7.2Hz), 3.69(q, 1H, J=7.2Hz) 
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, 5.52(br-s, 2H) , 7.44-7. 84(m, 9H) 
[0196] 

#%M2 9 

{3- [1-(S-T ^ ./ -1.2.4-^ 7 PT*/—fr3-y( -7^ZL)V} (7 a: .;=.;!/)_* 

# 7 > 
[ft 1 7 3 ] 

<f~v< Me <rv-< Me 

o-%^ — -o^cV- 

1 H-NMR (300MHz, CDClg) 5 ppm: 1.69(d, 3H, J=7.2Hz), 4.26(q, 1H, J=7.2Hz) 
, 6.09(br-s, 2H), 7.35-7.64(m, 6H) , 7.74-7.84(«, 3H) 

[0197] 
##09 3 O 

ist^-iv 3- [i-(3-/<^y>f aic-;i/ : ) -1 ,2,4-^7 s?7 jv 

[ft 1 7 4 ] 

Me 

N 





n!>-nh 2 

o 

^-NMR (300MHz, CDCI3) 8 ppm: 1.77(d, 3H, J=7.1Hz), 2.62(s, 6H) , 4.50(q, 
1H, J=7.1Hz), 7.36-7.86(m, 9H) 
[0198] 
#%M3 1 

^ ^ ;i/ N- {3- [1- (3-^ y \T 4 ;i/ y -c ;H -1 ,2 , 4-^ 7 ^ 7 y - ;i/5->f ;M 
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2000—058217 



Utl 1 5] 




###13 O-zmtdk&m (2.l4g) £:n#/-;i, (50bL) tc^^b> g.We^fr 

(o.68mL) ^Mx.. 4^^^#^iffe 0 ^m,^m^^^ u- # r*mm 

(^^r-9->/g^M^^;i/=l/l) T'iiLT, M&ifc^©gM3 (1.79g) 
*H-NMR (300MHz , CDClg) 6 ppm: 1.75(d, 3H, J=7.1Hz), 2.22(s, 3H) , 3.70-3. 
73(m, 4H), 3.85-3. 88(m, 4H) , 4.44(q, 1H, J=7.1Hz), 7.37-7.68(m, 6H) , 7.7 
6-7. 80 (n, 3H) 
[0199] 
###U3 2 

3-[i-(2-^;i/^-o [i,i'-tf 7ni^;i/]-4— r;i/)oi^-;i/]-iH-tr^!/-;i/-5-T^ > 

Ut 1 7 6 ] 




^{b^%-e$>-g>^r y : 4-(2-7;i/tD [l,l'-tf 7:c:^;i/]-4-> f ;i/)-3-^- 
*y^^>- h U;i/ (2. OOg) (#|HHg63- 152368)5: :n# y -M30ml) % gf^(20 

1 H-NMR (270MHz, CDClg) 6 ppm: 1.41 (d, 3H, J=7.3Hz) , 4.07(q, 1H, J=7.3Hz 
), 5.15(s, 1H), 6.87-7.55 (m, 8H) 
[0200] 

mmm 3 3 

3- [i-(2-7)],7t p [1 , 1' -tf y 3L —M -4->f -1-* ^-;i/-iH-tr ^ V— 

5-T^ > 
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#2 000 — 058217 



[ft 1 7 7 ] 





Me 



CN 



«k^#it$l>^7;^: 4-(2-^;i/^-n [l,l'-^7i-M-4-> f ;i/)-3-tf 
^y^>^?>- h y;K3.0g)(#g§BS63- 152368) ©31^ 7 - M30mI)|§?gtC, ;* 
(1.2ml) £#0*, 60TC7?3«FraiPS»Lfeo &JSttfett£E«lftft« « 
*€: 2/ U * ^* 9 A (B^:n^;i/(Z>#) t»lll/, a «f«>(2.6g) £»fc 0 

1 H-NMR (300MHz, CDClg) 6 ppm: 1.58(d, 3H, J=7.2Hz), 3.42(br-s, 2H) , 3.6 
2(s, 3H), 4.05(q, 1H, J=7.2Hz) , 5.36(s, lfl), 7. 02-7. 14 (m, 2H) , 7.28-7.53 
(■, 6H) 



3 4 

3-* 3f y -4- [3- (2- 7 ac - 71-1 , 3- ^ 3r V ^ > -2->f 7 x. — /I/] ^ > * > n h 

u;i/ 

[ft 1 7 8 ] 



60%-^Kmft^- h U ^A(8.44g)©THF(200ml)^?g&l|D|^M^Ufc*iC. 

0 •e»feft-^^j(30.0g)i:T-fe h — h V )V(8.67s)<DlEF(100mimWL^mm 

2 8 ) zmr=. B 

1 H-NNR (300MHz, CDC 1 3 ) 8 ppm: 1.42(d, 3H, J=7.0Hz) , 3.33(s, 2H) , 3.88(q, 
1H, J=7.0Hz), 4,03-4.08('m,-4H), 7.25-7.51 (m, 9H) 
[0202] 
##M3 5 

{3-[i-(5-r^ y-i-^^;i/-iH-tr^y*-;i/-3-> (jv)3l*M -y^—M (y^^jv) 
* # j > 



[0201] 
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lit 1 7 9 ] 




(1.3ml) 60-CT'3^^iD|^bfe„ ^BKlttSJfl, Sr^JEtiiSi U 3^ 

^£THF(20ml)lCi£frLfc„ HHfilft (20ml) SriD*., T*2.5^WAD|^ L fc„ 1N- 

*H-NMR (300MHz , CDC1 3 ) 8 ppm: 1.60(d, 3H, J=7.2Hz), 3.42(br-s, 2H) , 3.6 
2(s, 3H), 4.11(q, 1H, J=7.2Hz), 5.33(s, 1H) , 7.34-7.82 (m, 9H) 

[0203] 
##M3 6 

3- [l-(2- P [1,1' -If -7 a^—M -4->f Jls) -1H-1,2,4- h U T 1/-/I/-5 

[ftl8 0] 




th'j ^A(6.8g)$:ai^y-;K200ml){cin^. thU ^A^h^i/ F»*€: 
Sltgufco otct\ y ^*r-^>^i^(32g)§:in^.. ^v%t, 7/wi/bT:/n 

7- ^ ^.n/-(20g) %-3L-$ J- - ;U(200nJ-)-tCigLA> Ufcjg9£fe $fe.CP. j R/%.%ac 

zKSfc, *g«U ^JBEa^bT#e>tlfe^$:i/U^>!f;i/^^A(^nD^;i/^/^ 
^y-^=10/l)T*3ft§gL, atff^(4.0g)£#£ o 

X H-NMR (300MHz, CDC1 3 ) 8 ppm: 1.69(d, 3H, J=7.2Hz), 4.15(q, 1H, J=7.2Hz 
), 7.07-7. 17(m, 2H) , 7.32-7.56(m, 6H) 

[0204] 
##M3 7 
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#2000 — 058 2 1 7 



N-K> y>f ;i/-N' - {3- [i-(2->';i/^- n [1,1' -^7i-M -4--f -ih-i ,2 

,4- h U 7 V- ;i/-5-> f 
[ft 1 8 l ] 



#%«3 6T#7^^^(1.0g)$:l,2-^^Dnx^>(15ml){C^^b, 
#>(0.8g)#£ o 

1 H-NMR(300MHz, CDClg) 8 ppm: 1.72(d, 3H, J=7.2Hz), 4.26(q, 1H, J=7.2Hz 
), 7.08-7. 19(m, 2H) , 7. 30-7. 68 (m, 9H) , 7.85-7.92(m, 2H) 

[0205] 
#%M3 8 

n- {3- [l- (2-7 n [i , r - if 7 x p;h - w ;v) m -ih-i ,2 ,4- h y 7 
;i/-5— f ;i/}^^>7 1/7 

[fb 1 8 2 ] 



##M3 7T'#fe>ft^(0.7g)^:THF(5ml)^^ ^ /-;i/(5ml)tC^^b, 

^ju ^^(o.33g)&inx.fc 0 70Tc^2^ra^#^> mmzmv. KmmzTkzM*. 

;U^^A(^x5 L ;i^/'\=3r-^>=l/l~3/l)T^^l^ Bft&*ft(0.3s) 



), 7. 16-7. 28 (m, 2H) , 7. 35-7. 54 (m, 6B) , 8.69(br-s, 1H) , 9.06(br-s, 1H) 
[0206] 
3 9 

N'-{5-[i-(2-7;i/^-o [i,i'-tf-7^x;i/]-4->r;b)x^;i/]-iH-i,2,4-h 
y ry-;v-3->f m 4 ^ k^^-*;wi^ - h 





H 



H-NMR(300MHz, CDC 1 3) 8 ppm: 1.61(d, 3H, J=7.2Hz), 4.34(q, 1H, J=7.2Hz 
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HC18 3] 





##M3 8-e#m« (4.2g) $rT-feh> (100ml) IC^U ^&7?&Bfc 
^U^A (1.86g) , J: 5 ft* 5^1/ (0.84ml) $:inx.fc 0 1.5B3rR94fe. Mffr^iCTK 

(4.0g) 

1 H-NMR (300MHz, CDCI3) 8 ppm: 1.70(d, 3H, J=7.3H2) , 2.48(s, 3H) , 4.23(q 
, 1H, J=7.3Hz), 7. 11-7.20 (m, 2H) , 7.30-7.55(m, 6H) 



N'-{3-[i-(2-^;u^-n [i,r -\£ 71-M-H ^)ni^^/]-i-^^;i/-iH- 

1,2,4- hU 7l/-^-5->fM>f^ K^*3tJ-/t^- h 
1 8 4 ] 



60%7K^fc-M> U ?A (0.25g) (Z)THF (30ml) «»?RJC, 0TCT'#t^j3 9T' 
#fcffr£i» (2.0g) ©THF (15ml) MSrlTbfc 30#^ J:-MtS*^;i/ (0.3 

9mi) fcflnx., n$ra«£ftjc#su f0*t-wfibfe o ^js^c. & 

^l/A7A mm^ny/^^ >=1 : 1~3: 1) TfcHRU (1.6g) £ 

1 H-NMR (300MHz, CDClg) 8 ppm: 1.75(d, 3H, J=7.2Hz) , 2.56(s, 3H) , 3.60(s 
, 3H), 4.18(q, 1H, J=7.2Hz), 6.99-7. 08(m, 2H) , 7.33-7.54(m, 6H) 

[0208] 
##094 1 



[0207] 



#M4 0 
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Ut 1 8 5 ] 



of* 



Me 



of* 



Me 



CN 




Vy (35ml) &an*.iRj£?«S:3g8&Ufc. 1B#H9^ £j£tfc&ttfr«ifc!K3(i^ h U 

, »«cfe»«iLT, (sog) *nt=. 0 

1 H-NMR(300MH2, CDClg) 8 ppm: 1.69(d, 3H, J=7.2H2) , 3.99(q, 1H, J=7.2Hz 
), 7.47-7.67 (m, 5H), 7.72-7.83(m, 4H) 

[0209] 
##M4 2 

2-(3-^>y-f )V~7x.— )\s)zfU A°>-f $ Kx-h 
[ftl8 6] 



#%M4 lT-itft^ (80g) £ (600mi) tcjgfru ;* # y ( 

i3.8mi) &5nx.fc 0 oTctc^#* mfo7kmffi^%fcmmm*fcg&/vf£o 2Bm. 

(TCTfMU jK/SM^SSiiL, »e>*iS*SSS:«JB£«fllU @6» (lOOg) £ 



, 1H, J=7.3Hz), 7.45-7.54(m, 3H) , 7.57-7.73(m, 2H) , 7.77-7.90(m, 4H) 

[0210] 
##M4 3 

[ftl87] 



##M4 2T'ffdt^ (30g) (300ml) IC^^b, >>T"^^ K 

(13g) -klMx.. 50TZT*2mmMWLf=. o WHgU mmz?UU*J\s 




H-NMR(300MHz, CDC 1 3) 8 ppm: 1.70(d, 3H, J=7.3Hz) , 4.30(s, 3H) , 4.65(q 
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*H-NMR (300MHz , CDClg) 5 ppm: 1.60(d, 3H, J=7.2Bz), 3.88(s, 3H) , 4.49(q 
, 1H, J=7.2Hz), 7.43-7.52(m, 3H) , 7. 56-7. 73 (m, 2H) , 7.71 (m, 1H) , 7.76-7. 
82 (m, 3H) 

[0211] 
#%#I4 4 

{3-[i-(5-t^ y-i-^^;i/-iH-i,2,4-h VTV-)V-3->( JV)^M^^—M ( 
[ffcl 8 8] 




##M4 3t«M (31. 5g) £:c#y-;i/ (300ml) KifrfrU *^;i/fc: 
(4.8ml) £itl;t. <nCT?10£\ mUV30&mWLf~* RfoWLKLttlfaZ. 

Sr^^A^D^h (gp&:r3 L ;i/tf>*~? tf D>J>;bA : ^ # J -;i/=5 : 1) T?3ff§g 
Bl$^ (18.8g) £#fc„ 
1 H-NMR (300MHz, CDClg) 8 ppm: 1.66(d, 3H, J=7.2Hz), 3.60(s, 3H) , 4.12(q 
, 1H, J=7.2Hz), 5.38(br, 2H) , 7.34-7.62(m, 6H) , 7.77-7. 82(m, 3H) 
[0212] 

— ##M r 4-5 : - — _ ^ 

n-/< y !/>f ;i/-N' - {3- [l- */>f ^ 7 x — ;v) x^- ;H -1-* ;w-ih-i ,2 ,4- h 

[ftl89] 




l-Zmt^t&m (4.8g) £^*Dni:n#> (50ml) jc»#u /<>v/>f 
;i/>f V*itr*sT-r- Y (2.8ml) £fln*-> R/&?g£4H£|^iSf£Lfco 
U M^^'J^Mnvf (^x^;i///s^f-9->=2 : 3~1 ; 1) T*mW£ls 

12 6 ffiIE4t 2000-3062663 




, 1H, J=7.3Hz), 7.40-7.72(m, 9H) , 7.77-7. 92(m, 5H) , 9.32(br, 1H) , 12.12( 
br, iH) 

[0213] 

##M4 6 

N'-{3-[l-(3-^<>y-f ;i/7air.;i/)ji^;i/]-i-^^;i/-iH-l,2,4-h U TV 
[ftl9 0] 



##0!14 5Tf#fcft## (5.6g) £THF (50ml) , * Z J - )\s (50ml) tC?§^ 
U mWlitVVJ* (2.47g) £#nx.fc^ fi*S?K?:4^FRg38»Lfe. #£;&nx.?M 

70ml) tC^^bfco A (1.81*) , H9ft^f^ (0.82*1) &j&0A, 

3Sta*C2l*|«ffl|#PLfc. T-fe h * n D */l/Afcftt*.£'l& JSffi 

>=1:2) T?»SSL, g»« (3.4g) 

1 H-NMR (300MHz, CDClg) 8 ppm: 1.67(d, 3H, J=7.3Hz), 2.49(s, 3H) , 3.74(s 
, 3H), 4.21(q, 1H, J=7.3Hz), 7.35-7.50(m, 3H) , 7.53-7.64(m, 3H) , 7.76-7. 
86 (n, 3H) 

[0214] 
#%M4 7 

3- [l-(3-^< y y-T )V -7 x ~;i/) -5- { [(Z)- [(tert-:/ h dp /i/jffr./!/) 7 

^ y] Ufw;i/77- Jf>] 7}-i-^^;i/-iH-i,2,4-h y y v~- 

[fl!l9 1] 
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. »• A 2000 — 058217 A 

60%^^^- h'J (0.50g) (Z)THF (20ml) SifSfclC, ###|4 6T'#^t 

•&4fe (l-9g) CDTHF (20ml) M5:0TCT'iTlfc o 5#&, Boc20 (2.19g) 
TU 45^^Lfeo ^K#iSLT£ £fC3B#raifi$l,£ 0 B«x^/l/«: 

(»^oi^;i///\^riJ->=l : 2) *eMr£!U (2.1g) £#fc„ 

*H-NMR (300MHz, CDClg) S ppm: 1.49(s, 3H) , 1.70(d, 3H, J=7.3Hz), 2.43(s 
, 3H), 3.77 (s, 3H), 4.24(q, 1H, J=7.3Hz), 7.38-7.50(m, 3H) , 7.54-7.65(m, 
3H), 7.76-7.81 (m, 3H) , 12.35(br, 1H) 
[0215] 
##M4 8 

3-[l-(3-K>y-r;i/>'aix;i/)x^;i/]-i-^^;i'-lH-i,2,4-h V y^J- 
Hfcl 9 2] 

Me 





Me Me 

1 H-NMR(300HHz, CDClg) 5 ppm: 1.70(d, 3H, J=7.2Hz), 2.55(brs, 6H) , 3.75 
(s, 3H), 4.27(q, 1H, J=7.2Hz), 7.36-7.52(m, 3H) , 7.54-7.67 (m, 3H) , 7.77- 
7.90(m, 3H) 

[0216] 

##--05 4 9 . ■ - - ■ 

*?-JU N-{3-[l-(3-^>^/>f;i/^3i-A)X^;^]-l-^^;i/-lH-l,2,4-h U TV 

Ut 1 9 3 ] 




ON ' O 

Me 

1 H-NMR (300MHz, CDClg) 8 ppm: 1.69(d, 3H, J=7.3Hz) , 1.97(s, 3H), 3.60(s 
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#2000 — 0 5 8 2J 7 



, 3H), 3.67-3.75(m, 8H) , 4.23(q, 1H, J=7.3Hz), 7.35-7.50 (m, 3H) , 7.54-7. 
64(m, 3H), 7.76-7.83(m, 3H) 
[0217] 



•SS' "V VI w — 



{3-[l-(5-T ^ 7-lH-l,2,4-h U T l/-^/-3-yl)oc^-^/] 7x^M (7x_;i/)^ 
# > 
[ft 1 94] 





MeO CN 

#tfl4 3 7f#feft^ft (36g) &X.#y-/l, (300ml) |C»J&» U tK7i?> 

(4.8ml) $:inx. ot;t?io£\ ^?£-e20^#Lfe o iK^tc^^in 

M£#^A?n^ K*(gf^^;i//^=^-F>=3 : l~^nD/}x;i/A : *#7-;i/= 
10 : 1) X-mm^> B«(20:9g) 

1 H-NMR (400MHz d g -DMS©Dr8 >ppm> 1 . 5&(d?t 3H, J=7C0Hz) , 4 A l(q«. 1H , J=7. 0 
Hz), 5.94(br, 2H;)„ 7.51-7.83(m^ 10H> 

[0218J 
##M5 1 

*^;i/ N'-{3-[i-(3-^>y>r;v>'ai^;i/)ai^;i/]-iH-i,2,4-b u rv r -;v-5— f 

[ftl 9 5] 





1 H-NMR (300MHz, CDClg) 8 ppm: 1.70(d, 3H, J=7.2Hz), 2.45(s, 3H) , 4.20(q 
, 1H, J=7.2Hz), 7.31-7.63(m, 6H) , 7.70-7. 83(m, 3H) 
[0219] 
5 2 
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N'- {5- [l-(3-^ > V*>T )V7 3i-)V)3i^M -1-* ^;1/-1H-1 ,2,4- h V T \T 
Ut 1 9 6 ] 



, 3H), 4.21 (q, 1H, J=7.2Bz), 7.34-7.50(m, 4H) , 7.54-7.64(m, 2H) , 7 .72-7 . 
78 (b, 3H) 

[0220] 

##M5 3 

(3- {l- [5-7 < / -i-(^ ai y * ,2,4- h v y !/~;i/-3->f x 

Hfcl9 7] 



60%7fcft<ffc^ h V V2± (0.75g) (DTHF(30ml) ^?£lC, 5 0 7?#:Mt 

(5.0g) ©THF (20ml) , DBF (10ml) M$:01CtiTbto 30# 
^>if>>Ul/7ftX ;i/^U^-f K (2.4ml) £#nx.£ 0 30#^. St^X?- 

fD7h (^X^-;W^^-b->=l : 3) T'«SgU g»« (6.6g) 

1 H-NMR(300MBz, CDClg) 8 ppm: 1.50(d, 3H, J=7.2Hz) , 3.98(q, 1H, J=7.2Hz 
), 5.83(br, 2H), 7.25-7.93(m, 14H) 
[0221] 
5 4 

3- [i-(3-s<yV4 ;i/7i-;i/)xf ;i/]-i-(7x-;i/^^/7>r x;i/)-iH- 

1,2,4-h ry-;i/-5— r;i/^^^->r ^ K*r-tf*- h 




H-NMR(300MHz, CDClg) 8 ppm: 1.73(d, 3H, J=7.2Hz), 2.52(s, 3H) , 3.57(s 




13 0 



2000-3062662 



#2000 — 058 7 

[ft 1 9 8 ] 




N^>-NH2 
S02Ph 




?A (0.67g) SrOrT-an^fc. 30#^. "fliEftHSSi (1.85ml) 50##, 
60%7K^b-^ h V (0.67g) ^rim^Lfe 0 1.5B£|8I«U i^ft^^^ (3.8ml) 

:2) T?#»U BKMft (6.2g) £#fc„ 

^H-NMR (300MHz, CDClg) 8 ppm: 1.64(d, 3H, J=7.3Hz) , 2.58(s, 6H) , 4.24(q 
, 1H, J=7.3Hz), 7.31-7.64(m, 9H) , 7.73-7.84(b, 3H) , 7.96-8.02(m, 2H) 
[0222] 

5 5 

N- [3- [l-(3-^ V-f acCTl/) X^fl/] -l-(7 ^x;i/SV?l/^7 x;i/)-lH 
-1,2,4- by Z/ftfl/M* ^ F^^X- b 

[ft 1 9 9 ] 





S02Ph 



1 H-NMR (300MHz, CDC 1 3) 8 ppm: 1.63(d, 3H, J=7.3Hz) , 1.97(s, 3H) , 3.67(s, 
8H), 4.19(q, 1H, J=7.3Hz), 7.31-7.64(m, 9H) , 7.73-7.78(m, 3H) , 7.95-8.01 
(m, 2H) 

[0223] 
5 6 

[ft 2 0 0 ] 



O 



NC SMe 
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P**)Vi/TJ V<3"*4 ^ J Y (50g) £x# (500ml) 

frU aau^'J^ (45ml)$:inx.^o 2B3rlS#U £j*Lfc|gS*:3iftU x 
^-^Tfifc^Lfc. »*>*lfc«S&*fc«U Bttft (51g)£#fc„ 
1 H-NMR (300MHz, CDClg) 8 ppm: 2.80(s, 3H) , 3.70-3.75(m, 4H) , 3. 83-3. 88 (m, 
4H) 

[0224] 
##05 5 7 

2- (2- "7 D[l,l'-lf7i-^] -4->f □ A > >f ift O -x^- ;b 
[ft 20 1] 



7 if y n 7 oc > x^- ;i/ X 7. ^ M20 . Og) (D 3r 1/ U > ?g JC D - V > f$|£ (La 
wesson' s Reagent; 17. 8g) *1JU?l 39t$f»fl&m$!£ L fc„ jRj£$g?R€:^fi*T??fr 
£PU ttSXIBft. «SSS/y*^*5At«IIU B»<fe(14.2g)«:#fc 0 

1 H-NMR (300MHz, CDClg) 8 ppm: 1.37(t, 3H, J=7.1Hz), 1.62(d, 3H, J=7.1Hz) 
, 4.17(q, 1H, J=7.1Hz), 4.45-4.56(o, 2H) , 7. 15-7.21 (m, 2H) , 7.34-7.46(m, 
4H), 7.52-7.55 (m, 2H) 
[0225] 
##M5 8 

5- [l- (2- -7 □ [i , r - if 7 3i —M -4->f x^- ;v] -1 , 2 ,4-^- y ^ r v- ;i/3- 

7^ - ■ 

[ft 2 O 2 ] 



T-fe^;i/^TX^>(4.10g)©THF(20.0ml)raMO*lC, xfc#T. 55%-TK^ft 
^hU ?A(1.94g)£!ffilc#ttT2jO;i, 30^«#Lfe«, ^iSfcMU 
5 7-T?#fcft^ife(14.0g)&aD*.fc. |R»©m^S:«KLfe«, 's* -9->(200ml) 
$:An^> ±^*£*§T£ 0 ^itlCX* y -;i/(5On>l)£MK2.6ml)£;&03., 3*1 
IC. zfC#T. ^Dn7f>;bA(20ml){C^^bfc^(2.71ml)$:^TL,fco ^MlCM 
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SU Bfft#f(2.65g)£#fc 0 

Ir-WMB fSnftMR*. - rnrl J^ nnn:_1 fi«/if _ 3H_ T=7 1H7.\__ A R9 (a. 1 H _T=7 1 HzY 

" y^* w " 7 ' — - T^V A' M.' — " -"■ " \— 7 — 7 - — — t j- — v - x r * ' 

, 6.69(s, 2H), 7. 29-7. 56 (m, 8H) 
[0226] 
5 9 

lit 2 0 3 ] 




###12 8T^fcfb-^%(59.8g)tC^^^^;K29.7g)$:iIJx.. 100-CT?lt$[ig 

l$%(19.8g)£#fc 0 

*H-NMR (300MHz , CDClg) 8 ppm: 1.64(d, 3H, J=7.1Hz), 4.05(s, 3H) , 4.23(q, 
1H, J=7.1Hz), 7.40-7.69(m, 6H) , 7.79-7.82(m, 3H) 
[0227] 
##M6 0 

{3-[l-(3-T^ ;-l,2,4-f rS?r 5/-^M/b)lf M 7i-^l 

# y y 

[It2 04] 




1 H-NMR (300MHz, CDC 1 3) S ppm: 1.78(d, 3H, J=7.1Hz), 4.46(q, 1H, J=7.1Hz) 
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- •>• 2000 — 058217 

, 4.96(s, 2H), 7.45-7.51 (m, 3H) , 7.55-7. 63 (n, 2H) , 7.72(ddd, 1H, J=7.5, 
1.5, 1.5Hz), 7. 78-7.81 (m, 3H) 
[0228] 
6 1 

n- {5- [l- (3-k >y>f;i/7i-;i/)if;i/]-i,2, 4-^ r i? T)/- ^3->f -4-^e ;i/ 

[ft2 0 5] 

o-P"&-— o-PWo 

♦ 6 o *ef#^<b^# (i.57g. 5moioi) „ ? n n AioooU Itt^iSs^- 

h'J^A (2.31g, 27.5mmol) , ?fc25oil$:£U. *#TiI#bfco r^tC^** 
X>f> (0.95ml, 12.5mmol) J^lO^ITlfc. ITt5»TOTJim 

mumwist-. 30^. B^^^fcinx.. ^liJltt&ftJ&frfc-eSfe 

it -f S 65% (1 . 415g) £ # tz. „ 

1 H-NMR (300MHz, CDC lg) 8 ppm: 8.18(s,lH), 7.71-7.81 (m,4H) , 7.46-7.64(5H,m) 
, 4.52(q,J=7.1Hz,lH), 3.83-3.91 (m,4H), 3.72-3.81 (m,4H) , 1.80(d, J=7. lHz,3 
H) 

[0229] 
###16 2 

N- {5- [1- (3-K > y >f ;i/ 7 oi - o:^;i/]-l,2,4-^-T^ri/-;b3->r 

}-4-=e;1/tJ>u >^j;i/3K-f ^ F^^-3i- h 

Ut 2 0 6 ] 




1H-NMR (300MHz, CDC 13) 6 ppm: 7.76-7.82(m,3H) , 7.67-7.73(m,lH) , 7.55-7.6 
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ffifiE# 2000-3062663 



#2000 — 0 58 2 1 7 



3(m,2H), 7.42-7.51 (m,3H), 4.55(q, J=7. 1Hz,1H) , 3.77-3.81 (m,4H) , 3.70-3.75 
(m,4H), 1.99(s,3H), 1.83(d,J=7.1Bz,3H) 
[0230] 

M%&WJ%!)£. LTSD^Utt^ v h&Jg^fco Mycobacterium butyr icum©^®^ 
[0231] 

Wimiism ins^i ifrWt ^sa^ifin (mi) 

(mg/kg) 



Mm 

mmm 4 9 co^fb^-i 



50 
0.5 



10 0.23 0.06 

10 -0.24 -0.17 

10 -0.70 -0.57 



[0232] 



[152] 



(mg/kg) 



(ml) 



mm 

mmm 1 oit^m 
mmm 1 3 



50 
50 

0.5 



8 



8 



8 



8 



0.42 
-0.12 

-0.95 

-0.88 



0.67 
0.02 
-0.78 
-0.59 
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[0233] 



• 
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2 000—058 



V 



mm) 

mm] mmzmti. ^-rtuzk&^&w- 



9 *fl!)^liE^ 9 O." 



[ftl] 




l 



mSiE4# 2000-3062662 



2000—058217 



mm\&&<D^ #02 0 0 0-0 5 8 2 1 7 

50000251371 

ffr&B ¥j&12 4£ 3M SB 



" #2 0 0 0 — 0 5 8 25^ 7v. 




& m a 



m&m^r (0 0 0 1 8 3 3 7 0) 

1.^3?¥^B 1 9 9 0^ 9B 



i 



£BliE# 2000-3062663 



